WHAT IS CLAIMED IS: 



1. 




compound of Formula (I): 

,4 




O OH 



(I), 



wherein A is phenyl or phenyl fused\) a carbocycle to form a fused carbocyclic ring 
system; 

A is substituted by Rl, R2, r3, and R4; 

L is a linker connecting a ring atom of A to tn^ nitrogen of the -N(R5)- moiety, 
wherein L is 

(i) a single bond, 

(ii) -(Ci.6alkyl)-, 

(iii) -(C2-6 alkenyl)-, 

(iv) -(Co-6 alkyl)-(C3.6 cycloalk)^-(C0-6 alkyl)-, or 

(v) -(CO-6 alkyl)-M-(Co-6 alkyl)-,Vherein M is -N(Ra)-, 
-0C(=0)-, or -C(=0)0-; wherein the alkenyl in (iii) and the alkyls in (ii), (iv), and (v) 
are independently and optionally substituted with 1, 2, orG substituents independently 
selected from the group consisting of halogen, -OH, -Ci-^lkyl, -0-Ci_6 alkyl, 
-C02Ra, -C02(CH2)l-2Rk, -Ci-e alkyl-ORa, -Rk, -(CH2)\-2RK -CH(ORa)-Rk, and 
-CH(N(Ra)2)-Rk; 

X is Nor C-Ql; 

Y is N or C-Q2, provided that X and Y are not both N; 



Zl is N or C-Q3; 
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i^N or C-Q4; 



Z3 is N ^H; 

5 Ql, q2^ Q3\nd Q4 are as defined in (i) or (ii) as follows: 



m 



M. 

a 



10 



15 



20 



25 



30 



(i) 



;h of Ql, Q2, q3, and Q4 is independently 



(ir 

(2) 
(3) 
(4) 
(5) 
(6) 
(7) 
(8) 
(9) 
(10) 

(11) 
(12) 

(13) 
(14) 
(15) 

(16) 
(17) 

(18) 
(19) 
(20) 
(21) 
(22) 
(23) 
(24) 
(25) 
(26) 



-H, 

-Ci.6 alkyl, 
fCi-6 haloalkyl, 

)-C 1-6 alkyl, 
-oV;i.6 haloalkyl, 
haloX 
-CN, 

-Ci.6 alkyl-ORa, 
-Co-6 alkyi-C(=0)Ra, 
-Co-6 alkylvC02Ra, 
-Co-6 alkyl-SRa. 
-N(Ra)2, 

-Cl.6 alkyl-N(R3)2, 
-Co-6 alkyl-C(=(>)N(Ra)2, 

-CO-6 alkyl-G-Ci-e\alkyl-C(=0)N(Ra)2, wherein G is O, S, 
N(Ra), or N(S02Ra)) 

-N(Ra)-C(Ra)=0, 
-Ci-6 alkyl-N(Ra)-C(Ra)=0, 
-C(=0)-N(Ra)-Ci-6 alkylV(=O)]0-l-N(Ra)2, 
-C(=0)-N(Ra)-Ci-6 alkyl substituted with 1 or 2 -ORa, 
:Co-6 alkyl-S02Ra. 
-Co-6 alkyl-N(Ra)S02Ra, 
-C2-6 alkenyl, 

-C2-6 alkenyl-C(=0)-N(Ra)2, 
-C2-5 alkynyl, 
-C2-5 alkynyl-CH2N(Ra)2, 
-C2-5 alkynyl-CH20Ra, 
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(29) 
(30) 
(31) 
(32) 
(33) 
(34) 
(35) 
(36) 
(37) 
(38) 
(39) 

(40) 
(41) 
(42) 
(43) 
(44) 
(45) 
(46) 
(47) 
(48) 
(49) 
(50) 

(51) 
(52) 
(53) 

(54) 
(55) 



-C2-5 alkynyl-CH2S(0)n-Ra, or 

NR^ 

U 

N(R^)2 



C(^^Ra)-N(Ra)2, 
N(R^)-Ci.6 alkyl-S(0)nRa, 



-N(Ra)-Ci-6 alkyl-ORa, 
-N(Ra)Yl-6 alkyl-N(Ra)2, 
-N(Ra)-(Si.6 alkyl-N(Ra)-C(Ra)=0, 
-N(Ra)-c\).6 alkyl-[C(=0)] i-2N(Ra)2, 
-N(Ra)-Ci\6 alkyl-C02Ra, 
-N(Ra)C(=©^)N(Ra)-Ci.6 alkyl-C(=0)N(Ra)2, 
-N(Ra)C(=0<)-Ci-6 alkyl-N(Ra)2, 
-N(Ra)-S02-VR^)2, 



-Rk 

-Ci.6 alkyl substituted with Rk, 
-Ci-6 haloalky] Substituted with Rk, 
-C2-5 alkenyl-Rk\ 
-C2-5 alkynyl-Rk,^ 
-CO-6 alkyl-O-Rk, 
-Co-6 alkyl-O-Ci-6 alkyl-Rk, 
-Co-6 alkyl-S(0)n-RA. 
-Co.6 alkyl-S(0)n-Ci)6 alkyl-Rk, 
-O-Ci-6 alkyl-ORk, ^ 
-O-Ci.6 alkyl-O-Ci.6 alkyl-Rk, 
-O-Ci-6 alkyl-S(0)nRk, 
-Co-6 alkyl-N(Rc)-Rk, 

-Co-6 alkyl-N(RC)-Ci.6 alky| substituted with one or two Rk 
groups, 

-Co-6 alkyl-N(Rc)-Ci-6 alkyl- 
-CO-6 alkyl-C(=0)-Rk, 
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10 



-Co-6 alkyl-C(=0)N(Ra)-Rk, 
-Co-6 alkyl-N(Ra)C(=0)-Rk, 
-CO-6 alkyl-C(=0)N(Ra)-Ci-6 alkyl-Rk, or 
-Co-6 alkyl-N(Ra)-Co-6 alkyl-S(0)nRk; 

(ii) alternatively, Q2 and Q3 together with the carbon atoms to 
which they are attached and the fused ring carbon atom attached therebetween form a 
5- or 6-membered monocyc^c carbocycle or a 5- or 6-membered monocyclic 
heterocycle, wherein the heterocycle contains 1 or 2 heteroatoms selected from 
nitrogen, oxygen and sulfur, and wherein either the carbocycle or heterocycle is 
optionally substituted with fromM to 3 substituents independently selected from 







(1) 


-Ci.6 alkyK 


ci 




(3) 


-Ci.6 haloalkyl, 


w 




(4) 


-O-Ci-6 alkyl\ 




15 


(5) 


-O-Ci.6 haloalkyl, 


iSi 




(6) 


halo, \ 


hi 




(7) 


-CN, \ 


£1 

: . 

^, 




(8) 


-Ci.6 alkyl-ORa \ 


J—" 




(9) 


-Ci.6 alkyl-S(0)nRa\^ 




20 


(10) 


-Ci.6 alkyl-N(Ra)2, \ 


□ 

0 




(11) 


-Ci.6 alkyl-C(=0)-N(Rb2, 






(12) 


-Ci.6alkyl-C02Ra \ 






(13) 


oxo, \ 






(14) 


-Rk, and 




25 


(15) 


-Ci-6 alkyl substituted with 



Q1 and Q4 are independently as defined in (i) above; 



each of R1 and R2 is independently: 
30 (1) -H, 

(2) -Ci.6 alkyl, 

(3) -Ci-6 haloalkyl, 

(4) -O-Ci-6 alkyl, 

(5) -O-C 1-6 haloalkyl. 
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6C 

Ce4 



10 



w 
m 

w 



15 



20 



25 
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(6) 
(7) 
(8) 

(9) 
(10 

(11 
(12 
(13 
(14 
(15 
(16 
(17 
(18 
(19 
(20 
(21 
(22 
(23 
(24 
(25 
(26 
(27 
(28 

(29 
(30 
(31 
(32 
(33 

(34: 
(35 
(36 
(37 
(38 
(39 





-Ci^alkyl-ORa 
-C0-6Vlkyl-C(=O)Ra, 
-Co-6 aWyl-C02Ra 
-Co-6 all\l-SRa, 
-N(Ra)2, 

-Ci.6 alkyl-i^Ra)2, 
-Co-6 alkyl-cko)N(Ra)2, 
-Ci-6 alkyl-N(R^)-C(Ra)=0, 
-S02Ra, 
-N(Ra)S02Ra, 
-C2-5 alkenyl, 
-O-Ci.6 alkyl-ORa 
-O-Ci-e alkyl-SRa, 
-O-Ci-6 alkyl-NH-C02R^, 
-0-C2-6 alkyl-N(Ra)2, 
-N(Ra)-Ci.6 alkyl-SRa, 
-N(Ra)-Ci.6 alkyl-ORa, 
-N(Ra)-Ci.6 alkyl-N(Ra)2, 
-N(Ra)-Ci.6 alkyl-N(Ra)-C(Ra)'tO, 

-Ci-6 alkyl substituted with 1 or 2 Rk groups, 
-Ci-6 haloalkyl substituted with 1 on2 Rk groups, 
-C2-5 alkenyl-Rk 
-C2-5 alkynyl-Rk, 
-O-Rk, 

-O-Ci-6 alkyl-Rk, 
-S(0)n-Rk, 

-S(0)n-Ci.6 alkyl-Rk, 
-O-Ci-6 alkyl-ORk 
-O-Ci-6 alkyl-O-Ci-e alkyl-Rk 
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a' 



(W -o-ci 

(4l\ -Ci.6 

(42) Vci.6 

(43) ^^0-6 



m 
m 



o 
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20 



25 
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each of r3 and r4 is 
(1) 
(2) 
(3) 
(4) 

(5) 
(6) 
(7) 
(8) 
(9) 
(10) 

(11) 
(12) 
(13) 
(14) 
(15) 
(16) 
(17) 
(18) 
(19) 
(20) 
(21) 
(22) 
(23) 



-6 alkyl-S(0)nRk, 

alkyl (ORb)(Rk) , 

alkyl (ORb)(-Ci.6 alkyl-Rk) , 

alkyl-N(Rb)(Rk), 

alkyl-N(Rb)(-Ci-6 alkyl-Rk), 
alkyl S(0)n-Rk, 
Jkyl S(0)n-Ci-6 alkyl-Rk 
akyl C(0)-Rk, or 
alk^(0)-Ci-6 alkyl-Rk, 

indepenjdently 
-H. 
halo, 
-CN, 
-N02, 
-OH, 

Ci-6 alkyl, 
Ci-6 haloalkyl, 
-0-Ci_6 alkyl, 
-O-Ci-e haloalkyl, 
-Ci-6alkyl-ORa, 
-Co-6 alkyl-C(=0)Ra, 
-Co-6 alkyl-C02Ra 
-Co-6 alkyl-SRa, 
-N(Ra)2, 

-Ci.6 alkyl-N(Ra)2. 
-Co-6 alkyl-C(=0)N(Ra)2, 
-S02Ra, 
-N(Ra)S02Ra, 
-C2-5 alkenyl, 
-O-Ci.6 alkyl-ORa 
-O-Ci-6 alkyl-SRa, 
-O-Ci-6 alkyl-NH-C02Ra, or 
-0-C2-6 alkyl-N(Ra)2; 
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r5 



IS 



-H, 

-Ci-6 alkyl, optionally substituted with from 1 to 5 substituents 
independently selected from halogen, -O-Ci-6 alkyl, -0-Ci_6 
laloalkyl, -N(Ra)2, and -C02R^\ 

(3) atyl optionally substituted with from 1 to 5 substituents 
inqependently selected from halogen, Ci-6 alkyl, Ci-6 
hal^lkyl, -O-Ci-6 alkyl, -O-Ci-6 haloalkyi, -S-Ci-6 alkyl, 

-CN, Vid -OH, or 

(4) -Ci-6 alkyl substituted with Rk; 

each is independently -H, -CK6 alkyl, or -Ci_6 haloalkyi; 



(1) 


-H, 


(2) 


-Ci.4 alkyl. 


(3) 


-Ci-4 haloalkyi, 


(4) 


-Rk, 


(5) 


-C2-3 alkenyl. 


(6) 


-Ci-4 alkyl-Rk, 


(7) 


-C2-3 alkenyl-Rk, 


(8) 


-S(0)n-Rk, or 


(9) 


-C(0)-Rk; 



each RC is independently 

(1) -H, 
(2) 
(3) 
(4) 



-Ci-6 alkyl, 




-Ci.6 alkyl substituted with -N(Ra)2, or 

-Ci-4 alkyl-aryl, wherein aryl is optioi;ially substituted with 1 to 
5 substituents independently selected from halogen, Ci-6 alkyl, 
Ci-6 haloalkyi, -O-Ci-6 alkyl, -0-Ci-6\aloalkyl, -S-Ci.6 
alkyl, -CN, and -OH; 
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# 



each Rk is indenendently carbocycle or heterocycle, wherein the carbocycle and 
heterocycle are urisubstituted or substituted with from 1 to 5 substituents each of 
which is independently selected from 



(a) \ halogen, 

(b) \ci-6alkyl, 

(c) \l-6 haloalkyl, 

(d) -(fcl-6 alky], 

(e) -O-m-6 haloalkyl, 

(f) -S-c\6 alkyl, 

(g) -CN, \ 

(h) -OH, \ 

(i) oxo, \ 

(j) -Co-6 alkyk:(=0)N(Ra)2, 

(k) -Co-6 alkyl-®(=0)Ra, 

(1) -N(Ra)-C(=o)Ra, 

(m) -N(Ra)-C02Ra\ 

(n) -Ci-6alkyl-N(RVc(=0)Ra, 

(o) -N(Ra)2, \ 

(p) -Ci.6alkyl-N(Ra)2\ 

(q) -Ci.6alkyl-ORa \ 

(r) -Co-6 alkyl-C02Ra, \ 

(s) -CO-6 alkyl-O-C i _6 alkVoRa, 

(t) -S02Ra, \ 

(u) -S02N(Ra)2, \ 

(v) -Co-6 alkyl-C02-C2-5 alkerfyl, 

(w) aryl, \ 

(x) aryloxy-, \ 

(y) -Ci-4 alkyl substituted with aryl\ 

(z) heteromonocycle, \ 

(aa) -C1.4 alkyl substituted with a heteromonocycle, 

(bb) heteromonocyclylcarbonyl-Co-6 alk#-, and 

(cc) N-heteromonocyclyl-N-Ci-6 alkyl-amino-; 



wherein the aryl group in (w) aryl, (x) ai^loxy, and (y) -C1-4 
alkyl substituted with aryl, is optionally substituted with from 1 to 4 
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\ substituents independently selected from halogen, Ci-6 alkyl, -O-Ci-6 
\ alkyl, Ci-6 alkyl substituted with N(Ra)2, Ci-6 haloalkyi, and -OH; 
^nd 

\ wherein the heteromonocyclyl group in (z) heteromonocycle, 
(aa^-Ci-4 alkyl substituted with a heteromonocycle, 

(bb)\[eteromonocyclyl-carbonyl-Co-6 alkyl-, and (cc) N- 
heter(^onocyclyl-N-Ci-6 alkyl-amino- is optionally substituted with 
from 1 tb 4 substituents independently selected from halogen, Ci-6 
alkyl, -O-iCi-6 alkyl, Ci-6 haloalkyi, oxo, and -OH; and 

each n is independently an integer equal to 0, 1 or 2; 

\ 

and with the proviso that when ^1 is C-Q3, z2 is C-Q4, z3 is CH, and X is C-Ql, 
then Y is not C-Q2; 

or a pharmaceutically acceptable sali^thereof. 

2. The compound according to claim 1, wherein 

Xis N; 
Y is C-Q2; 
Zl isC-Q3; 
Z2 is C-Q4; and 
Z3 is CH; 

or a pharmaceutically acceptable salt thereof. 

3. The compound according to claim 2, wHWein 



A is phenyl; and 



-367- 



20757Y 



□ 



m 
m 



CI 

\4> 



10 



15 



20 



Q3 and\)4 are both -H; 



or a pharmaoeutically acceptable salt thereof. 



The compound according to claim 1, which is a compound of 




. or 




(i) a single bond; 

(ii) -(CH2)l-3-, which is optionalKy substituted with 1 or 2 
substituents independently selected from the group cor^isting of halogen, -OH, -Ci-4 
alkyl, -O-Ci-4 alkyl, -CO2CH3, -C02CH2-phenyl, ph\yl, benzyl, -(CH2)l-20H, 
-CH(OH)-phenyl, and -CH(NH2)-phenyl; 



25 



(iii) -(CH2)0-1-CH=CH-(CH2)-, which is^ptionally substituted 

with 1 or 2 substituents independently selected from the grou^ consisting of halogen, 
-OH, -Ci-4 alkyl, and -O-C1-4 alkyl; 

(iv) 
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m 
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20 
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• iPK2)o:r-\^ (CH2)o — 

'V , wherein u and v are 

each integ^ having a value of from 0 to 4, provided that the sum of u + v is 1, 2, 3 or 
4; or 

/) a heteroatom-containing chain which is -N(Ra)-(CH2)l-2-. 
-CH2-OC(=0)-(^2-, or -CH2-C(=0)0-CH2-; 





Zl is Nor C-Q3; 



Q2 and Q3 are as definedvin (i) or (ii) as follows: 



Q2 is 

(1) 
(2) 

(3) 
(4) 
(5) 
(6) 
(7) 
(8) 
(9) 
(10) 

(11) 
(12) 
(13) 
(14) 
(15) 

(16) 
(17) 

(18) 
(19) 
(20) 
(21) 



-H. 

-C1.4 alkyl, 
-C1.4 fluVoalkyl, 
-O-C1.4 alVvl, 
-O-Ci-4 fluor^palkyl, 
halo, 
-CN, 

-Ci-4alkyl-ORa, 
-(CH2)0.2C(=O)R 
-(CH2)0-2CO2Ra, 
-(CH2)0-2SRa, 
-N(Ra)2, 

-C1.4 alkyl -N(Ra)2, 
-(CH2)0-2C(=O)N(Ra)2, 
-G-Ci-e alkyl-C(=0)N(Ra)2, 
N(S02Ra), 

-N(Ra)-C(Ra)=0, 
-(CH2)l-3-N(Ra)-C(Ra)=0, 

-C(=O)-N(Ra)-(CH2)l-3-[C(=O)]0-r 
-C(=0)-N(Ra)-Ci-4 alkyl substituted 
-S02Ra, 
-N(Ra)S02Ra, 



herein G is O, S, N(Ra), or 



1 or 2 -ORa, 
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(24) 
(25) 
(26) 
(27) 
(28) 
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(30) 
(31) 
(32) 
(33) 
(34) 
(35) 
(36) 
(37) 
(38) 
(39) 

(40) 
(41) 
(42) 
(43) 
(44) 

(45) 
(46) 
(47) 
(48) 
(49) 
(50) 
(51) 



-C2-4 alkenyl, 

-C2-4 alkenyl-C(=0)-N(Ra)2, 
-C2-3 alkynyl, 

-C=C-CH2N(R^)2 
-C^C-CHaOR^ 
^C-CHaSR^ 
— drC-CHgSOaR^ 



R^ 



N(R^)2 




R^ 



NR" 

-N(Ra)-Ci.4 alU^l-SRa, 
-N(Ra)-Ci-4 alkyi^ORa, 
-N(Ra)-Ci.4 alkyl^N(Ra)2, 
-N(Ra)-Ci.4 alkyl-MRa)-C(Ra)=0, 
-N(Ra)-C0-4 alkyl-[cWo)] i-2N(Ra)2, 
-N(Ra)-Ci.4 alkyl-CO^a. 
-N(Ra)C(=0)N(Ra)-Ci-4alkyl-C(=0)N(Ra)2, 

-N(Ra)C(=0)-Ci-4 alkyl-P{(Ra)2, 
-N(Ra)-S02-N(Ra)2, 
-Rk, 

-Ci-4 alkyl substituted with 
-Ci-4 fluoroalkyl substituted wi^ iRk 
-C2-5 alkenyl-Rk 
-C2-5 alkynyl-Rk 
-O-Rk, 

-O-Ci.4 alky]-Rk, 
-S(0)n-Rk, 

-S(0)n-Ci.4 alkyl-Rk, 
-O-Ci-4 alkyl-ORk 
-O-Ci-4 alkyl-O-Ci.4 alkyl-Rk, 
-O-Ci-4 alkyl-S(0)nRk, 
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-N(RC)-Rk, 

-N(RC)-Ci-4 alkyl substituted with one or two Rk groups, 
-N(Rc)-Ci.4alkyl-ORk 

(=0)-Rk. 
-^(=0)N(Ra)-Rk, 
-NVa)C(=0)-Rk, 
-C(^)N(Ra)-Ci-4 alkyl-Rk, or 
-N(Raico-4 alkyl-S(0)nRk; 



10 



1/1 



Q 



15 



20 



Q3 is 

(1) 
(2) 

(3) 
(4) 
(5) 
(6) 
(7) 
(8) 
(9) 



-H, 

-C1.4 alkyl, 
-Ci-4 fluoroalkyl, 
-O-C 1-4 alkyl, 
-O-C1.4 fluoroal%l, 
halo selected from V', -CI, and -Br, 
-CN, 

-Ci-4 alkyl-ORa or 
-Ci-4 alkyl substitutedVith Rk; or 



25 



(ii) alternatively, Q2 and q3 together with the carbon atoms to 
which they are attached and the fused ring carbon Mom attached therebetween form a 
5- or 6-membered monocyclic heterocycle, wherein wie heterocycle contains 1 or 2 
heteroatoms selected from nitrogen, oxygen and sulfut, and wherein the heterocycle is 
optionally substituted with from 1 to 3 substituents indapendently selected from 



30 



(1) 


-Ci-4 alkyl. 


(3) 


-Ci-4 fluoroalkyl. 


(4) 


-O-C 1-4 alkyl. 


(5) 


-O-C 1-4 fluoroalkyl. 


(6) 


halo. 


(7) 


-CN, 


(8) 


-C 1-4 alkyl-ORa 


(9) 


-C1.4 alkyl-S(0)nRa, 


(10) 


-Ci-4 alkyl-N(Ra)2, 
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(V) -Ci-4 alkyl-C(=0)-N(Ra)2, 
(m -Ci-4 alkyl-C02Ra 

(13) \ oxo, 

(14) yRk, and 

(15) V:i.4 alkyl substituted with Rk 



Q4is: 



(1) -H, 

(2) -Ci.4 alkyl, 

(3) -C1.4 fluoroal. 

(4) -0-Ci_4 alkyl, 

(5) -0-Ci_4 fluoroab 

(6) halo selected from 

(7) -CN, 

(8) -C1.6 alkyl-ORa, 

(9) -N(Ra)2, or 

(10) -C 1-6 alkyl -N(Ra)2; 

each of R1 and R2 is independently: 

(1) -H, 

(2) -C1.4 alkyl, 

(3) -C1.4 fluoroalkyl, 

(4) -O-C 1-4 alkyl, 

(5) -O-C 1 -4 fluoroalkyl , 

(6) -OH, 

(7) halo, 

(8) -CN, 

(9) -C1.4 alkyl-ORa, 

(10) -(CH2)0-2C(=O)Ra, 

(11) -(CH2)0-2CO2Ra 

(12) -(CH2)0-2SRa, 

(13) -N(Ra)2, 

(14) -C1.4 alkyl N(Ra)2, 

(15) -(CH2)0-2C(=O)N(Ra)2, 
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(16) -C\.4 alkyl-N(Ra)-C(Ra)=0, 

(17) -SOfeRa 

(18) -N(R&)S02Ra, 

(19) -0-c\4 alkyl-ORa 

(20) -O-C A alkyl-SRa, 

(21) -0-Ci-Aalkyl-NH-C02Ra, 

(22) -0-C2-4\lkyl-N(Ra)2, 

(23) -N(Ra)-C V4 alkyl-SRa, 

(24) -N(Ra)-CiJi alkyl-ORa, 

(25) -N(Ra)-Ci_AaIkyl-N(Ra)2, 

(26) -N(Ra)-Ci.4\lkyl-N(Ra)-C(Ra)=0, 

(27) -Rk, 

(28) -Ci-4 alkyi subVtituted with 1 or 2 Rk groups, 

(29) -Ci-4 fluoroalk)\ substituted with 1 or 2 Rk groups, 

(30) -O-Rk, 

(31) -O-C1.4 alkyl-Rk,^ 

(32) -S(0)n-Rk 

(33) -S(0)n-Ci.4alkyl- 

(34) -O-Ci-4 alkyl-ORk, 

(35) -O-C1.4 alkyl-O-Ci-lalkyl-Rk, 

(36) -0-Ci_4 alkyl-S(0)nR\, or 

(37) -Co-4 alkyl-N(Rb)(Rk)\ 



each of R3 and R4 is independently 



25 


(1) 


-H, \ 




(2) 


halo, \ 




(3) 


-CN, * 




(4) 


-OH, 




(5) 


C1.4 alkyl. 


30 


(6) 


Ci-4 fluoroalkyl, 




(7) 


-O-C 1-4 alkyl. 




(8) 


-O-Ci-4 fluoroalkyl. 




(9) 


-C 1-4 alkyl-ORa 




(10) 


-O-Ci-4 alkyl-ORa, 
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(11) \ -O-Ci-4 alkyl-SRa 

(12) \ -O-Ci-4 alkyl-NH-C02Ra, or 

(13) \-O-C2-4 alkyl-N(Ra)2; 



R5i 



IS 



(1) 
(2) 



(3) 



(4) 



-Ci\4 alkyl, optionally substituted with 1 or 2 substituents 
independently selected from halogen, -O-C1.4 alkyl, -O-C1-4 
fluordlalkyl, -N(Ra)2, and -C02Ra; 

phenyl optionally substituted with from 1 to 3 substituents 
independently selected from halogen, C1-4 alkyl, C1-4 
fluoroalkVl, -O-Ci-4 alkyl, -O-C1.4 fluoroalkyl, -S-C1-4 alkyl, 
-CN, and ^OH, or 

-Ci-4 alkymubstituted with phenyl; 



each Ra is independently -H or -C1-4 alkyl; 

each Rb is independently: 

(1) -H, 

(2) -C1.4 alkyl. 

(3) -Ci-4 fluoroalkyl, 

(4) -Rk, 

(5) -Ci-4 alkyl-Rk, 

(6) -S(0)n-Rk or 

(7) -C(=0)-Rk; 



each Rc is independently 



(1) -H, 

(2) -Ci-4 alkyl, 

(3) -Ci-4 alkyl substituted withVN(Ra)2, or 

(4) -Ci-4 alkyl-phenyl, wherein me phenyl is optionally substituted 

with 1 to 3 substituents indep^idently selected from halogen, 
Ci-4 alkyl, Ci-4 fluoroalkyl, -®-Ci-4 alkyl, -O-Ci-4 
fluoroalkyl, -S-C1.4 alkyl, -CNAand -OH; 
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each Rk is iimependently: 

1Q) aryl selected from phenyl and naphthyl, wherein aryl is 
unsubstituted or^bstituted with from 1 to 5 substituents independently selected from: 
\ (a) halogen, 
\ (b) Ci-6alkyl, 
\c) C 1 -6 fluoroalkyl , 
(k) -0-Ci-6alkyl, 
(e\ -0-Ci_6 fluoroalkyl, 

(f) \ phenyl, 

(g) \ -S-Ci-6 alkyl, 

(h) VcN, 

(i) W, 

(j) pnenyloxy, unsubstituted or substituted with from 1 to 3 
suDstituents independently selected from: 

(i) \ halogen, 

(ii) \ci_6alkyl, 

(iii) Yl-6 fluoroalkyl, and 

(iv) -W, 
(k) -N(Ra)2,\ 

(1) -Cue alky\N(Ra)2, 

(m) -Rt, \ 
(p) -(CH2)0-3C(^)N(Ra)2, and 
(q) -(CH2)0-3C(=Wa; 
(2) -C3_7 cycloalkyl, unsub^ituted or substituted with from 1 to 3 
substituents independently selected from: \ 



(a) 


halogen, \ 


(b) 


Ci-6 alkyl. 


(c) 


-O-Ci.6 alkyl. 


(d) 


Ci-6 fluoroalkyl, 


(e) 


-O-Ci-6 fluoroalkyl. 


(f) 


-CN, 


(h) 


phenyl, and 


(j) 


-OH; 
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ithV 



W 

m 



n 

o 



(3) -C3_7 cycloalkyl fused with a phenyl ring, unsubstituted or 
substituted with r^om 1 to 5 substituents independently selected from: 

(a) halogen, 

(b) Ci-6alkyl, 
ic) -O-Ci-6 alkyl, 
(o^L Ci-6 fluoroalkyl, 

(e) \ -O-Ci-6 fluoroalkyl, 

(f) VcN, and 

(g) \h; 

10 (4) a 5- or 6- membered heteroaromatic ring containing from 1 to 4 

heteroatoms independently selecte^from oxygen, nitrogen and sulfur, wherein the 
heteroaromatic ring is unsubstitutedVr substituted on nitrogen or carbon with from 1 
to 5 substituents independently selected from: 

(a) halogen, 

15 (b) Ci_6alkyl\ 

(c) C 1-6 fluoroalkyl, 

(d) -0-Ci-6alkyr 

(e) -O-Ci-6 fluoro\lkyl, 

(f) phenyl, 
20 (g) -S-C 1-6 alkyl, 

(h) -CN, 

(i) -OH, 

(j) phenyloxy, unsubstituted or substituted with from 1 to 3 
substituents independency selected from: 
25 (i) halogen, 

(ii) Ci-6 alkyl, 

(iii) Ci-6 fluoroalkyl, anc 

(iv) -OH, 
(k) -N(Ra)2, 

30 (1) -Ci.6alkyl-N(Ra)2, 

(m) -Rt, 

(n) oxo, 

(o) -(CH2)0-3C(=O)N(Ra)2, and 

(p) -(CH2)0-3C(=O)Ra; 
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(5) a 5- or 6- or 7- membered saturated heterocyclic ring 
containing frofb 1 to 3 heteroatoms independently selected from oxygen, nitrogen and 

j sulfur, wherein the heterocyclic ring is unsubstituted or substituted with from 1 to 4 

substituents independently selected from: 

halogen, 
Ci-6 alkyl, 

(c) \ -O-Ci.6 alkyl, 

(d) \ Ci-6 fluoroalkyl, 

(e) \0-Ci-6 fluoroalkyl, 

10 (f) 

(g) ox\ 

(h) phenV 
i (i) benzyX 
Cj G) phenylethyl, 
W 15 (k) -OH, \ 
1 (1) -(CH2)0-3O^O)N(Ra)2, 
W (m) -(CH2)0-3C(k))Ra 
l-^ (n) -N(Ra)-C(=0)Ra, 
q (o) -N(Ra)-C02Ra, 

20 (p) -(CH2)l-3N(Ra)-G(=0)Ra, 

1^ (q) -N(Ra)2, 

H (r) -(CH2)l-3N(Ra)2, 

(s) -(CH2)l-3-ORa, 

(t) -(CH2)0-3CO2Ra, 

25 (u) -(CH2)0-3-O-(CH2)l-3-OI^a 

(v) -S02Ra, 
(w) -S02N(Ra)2, 
(X) -(CH2)0-3C(=O)O(CH2)l-2CI 

(y) -Rt, 

30 (z) -(CH2)0-3C(=O)Rt, 

(aa) -N(Ra)Rt, and 

(bb) -(CH2)l-3Rt;or 

(6) an 8- to 10- membered heterobicyclic ring cont^ning from 1 to 
4 heteroatoms independently selected from oxygen, nitrogen and sulfur^ wherein the 
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heterobicwlic ring is saturated or unsaturated, and is unsubstituted or substituted with 
from 1 to 5 Vibstituents independently selected from: 



(a) 


halogen, 


(b) 


Ci.6 alkyl. 


(c) 


-O-Ci-6 alkyl. 


(d) 


Ci-6 fluoroalkyl, 


(e) 


-O-Ci-g fluoroalkyl. 


^f) 


-CN, 


(k) 


=0, and 


(A 


-OH; 



Rt is naphthyl or a 5- or 6-membered heteromonocylic ring containing from 1 to 4 
nitrogen atoms, wherein the heteromonocyclic ring is saturated or unsaturated, and 
wherein the naphthyl or the het^omonocyclic ring is unsubstituted or substituted with 
from 1 to 4 substituents indepen(^ntly selected from halogen, oxo, Ci-4 alkyl, and 
-O-Ci-4 alkyl; and 



n is an integer equal to 0, 1 or 2; 
or a pharmaceutically acceptable salt thereof. 

5. The compound accoiding to claim 4, wherein 



Zl is CH; 
Q2is 

(1) 
(2) 

(3) 
(4) 
(5) 
(6) 
(7) 
(8) 



-H, 
-Ci-4 alkyl, 
-(CH2)0-2CF3. 
-O-C 1-4 alkyl, 
-O-(CH2)0-2CF3, 
halo selected from -F, -CI and -Br, 
-CN, 

-(CH2)l-30Ra 
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Ui 

w 



10 



15 



20 



25 



30 



(9) 
(10) 

(11) 
(12) 

(13) 
(14) 
(15) 

(16) 
(17) 
(18) 
(19) 
(20) 
(21) 
(22) 

(23) 
(24) 
(25) 



(26) 
(27) 
(28) 
(29) 
(30) 
(31) 
(32) 
(33) 
(34) 
(35) 

(36) 
(37) 

(38) 
(39) 
(40) 



-(to0-2C(=O)Ra, 

-(C^2)0-2CO2Ra. 
-(C^)0-2SRa 

-N(R^2. 

-(CH2\-3N(Ra)2, 
-(CH2)d2C(=0)N(Ra)2, 

-G-(CH2M-2-C(=0)N(Ra)2, wherein G is O, S, N(Ra), or N(S02Ra), 

-N(Ra)-C(Ra)=o, 
-(CH2)l-2-N(Ra)-C(Ra)=0, 
-C(=O)-N(R^-(CH2)l-3-[C(=O)]0.1-N(Ra)2, 
-C(=0)-N(Ra\(CH2)l-2H substituted with 1 or 2 -ORa, 
-S02Ra, 
-N(Ra)S02Ra, 

-CH=CH-(CH2)0\l -C(=0)-N(Ra)2, 
— C^C-CHgOF 

— C^C-CHgSR^ 

— C^C-CHgSOar 



N- 



^OH 

-N(Ra)-(CH2)l-4SRa, 
-N(Ra)-(CH2)l-40Ra, 
-N(Ra)-(CH2)l-4-N(Ra)2, ^ 
-N(Ra)-(CH2)l-4N(Ra)-C(ita)=o, 

-N(Ra)-(CH2)0-2-[C(=O)]iV(R^)2, 
-N(Ra)-(CH2) 1 -4-C02Ra, 
-N(Ra)C(=0)N(Ra)-(CH2)l-4-t:(=0)N(Ra)2, 
-N(Ra)C(=0)-(CH2) 1 -4-N(Ra)i\ 
-N(Ra)-S02-N(Ra)2, 
-Rk. 

-(CH2)l-4Rk, 
— C=C-CHpR'' 

-O-Rk, 
-S(0)n-Rk, 
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(41) 
(42) 

(43) 
(44) 
(45) 
(46) 
(47) 
(48) 




N(RC)-Rk, 

(Rc)-(CH2)l-4H substituted with one or two Rk groups, 
Rc)-(CH2)l-40Rk, 

-C(k))-Rk, 
-C(=O0N(Ra)-Rk, 
-N(Ra)r(=0)-Rk, or 
-C(=0)N/Ra)-(CH2)l-4Rk; and 
-N(Ra)-S(t))nRk; 



10 Q4 is -H; 



if 



m 



hi. 



each of Rl and R2 is independently: 

(1) -H, 

(2) -Ci^ alkyl, 

15 (3) -(CH2)0-2CF3, 

(4) -O-C1.4 alkyl, 

(5) -O-(CH2)0-2CF3 

(6) -OH, 

(7) halo selected from -F, -C^^and -Br, 

20 (8) -CN, 

(9) -(CH2)l-30Ra, 

(10) -(CH2)0-2C(=O)Ra, 

(11) -(CH2)0-2CO2Ra, 

(12) -(CH2)0-2SRa, 
25 (13) -N(Ra)2, 

(14) -(CH2)l-3N(Ra)2, 

(15) -(CH2)0-2C(=O)N(Ra)2, 

(16) -C1.4 alkyl-N(Ra)-C(Ra)=0, 

(17) -S02Ra, 
30 (18) -N(Ra)S02Ra, 

(19) -0-(CH2)l-40Ra, 

(20) -0-(CH2)l-4SRa, 

(21) -0-(CH2)l-4NH-C02Ra 

(22) -0-(CH2)2-4N(Ra)2, 
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(23) \N(Ra)-(CH2)l-4SRa, 

(24) -VRa)-(CH2)l-40Ra, 

(25) -NVa)-(CH2)l-4N(Ra)2, 

(26) -N(Rf)-(CH2)l-4N(Ra)-C(Ra)=0, 

(27) -Rk, 

(28) -(CH2)\-4H substituted with 1 or 2 Rk groups, 

(29) -O-Rk, 

(30) -0-(CH2)l\4R'^. 

(31) -S(0)n-Rk 

(32) -S(0)n-(CH2)V4Rk, 

(33) -0-(CH2)l-40kk 

(34) -0-(CH2)l-4-O^^H2)l-4Rk, 

(35) -0-(CH2)l-4SRkV 

(36) -(CH2)0-4N(Rb)(^ 



each of R3 and R4 is independently 

(1) -H, 

(2) halo selected fro 

(3) -CN, 

(4) -OH, 

(5) Ci-4alkyl, 

(6) -(CH2)0-2CF3, 

(7) -O-Ci-4 alkyl, or 

(8) -O(CH2)0-2CF3; and 



-F, -CI and -Br, 



R5i 



IS 



(1) -H, 

(2) -C 1-4 alkyl, 

(3) -(CH2)l-4N(Ra)2, 

(4) -(CH2)l-4C02Ra, 

(5) phenyl optionally substituted with'¥rom 1 to 3 substituents 
independently selected from halogen, Ci-4 alkyl, -(CH2)0- 
2CF3, -O-Ci-4 alkyl, -O(CH2)0-2ci^, -S-C1.4 alkyl, -CN, 
and -OH, or 
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(6) -(CH2)l-4-phenyl; 



or a pharmac^tically acceptable salt thereof. 



The compound according to claim 5, which is a compound of 



Formula (III): 




(HI); 



or a pharmaceutically acceptable salt tnereof. 



L is 



The compound according to claim 6, wherein 



(i) a single bond; 




(ii) -(CH2)l-3-, which is optionally substituted with 1 or 2 

\ 

substituents independently selected from the group consisting of -F, -CI, -Br, -OH, 
methyl, ethyl, -CO2CH3, -C02CH2-phenyl, phenyl, bbnzyl, -(CH2)l-20H, 
-CH(OH)-phenyl, and -CH(NH2)-phenyl; or 
(iii) 



■(CH2), 



0-1 





9 (CH2)o.T 

V , wherein u and v are 



each integers having a value of from 0 to 3, provided that the sum^of u + v is 1, 2, 3 or 
4; 



each of Rl and R2 is independently: 

(1) -H, 

(2) methyl. 
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SI 



10 



15 



20 R5 



25 



IS 



ethyl, 

CF3. 

methoxy. 



halc> selected from -F, -CI and -Br, 




(11) 

(12) -SRa, 

(13) -N(Ra)2, 

(14) -(CH2)l-3N(^a)2, 

(15) -S02Ra 

(16) -(CH2)l-2N(Ra)^C(Ra)=0, 

(17) -Rk, 

(18) -(CH2)l-3H substit\ted with 1 or 2 Rk groups, 

(19) -O-Rk, or 

(20) -0-(CH2)l-3Rk; 



(1) -H, 

(2) methyl, 

(3) -(CH2)l-2N(Ra)2, 

(4) -(CH2)1-2C02CH3, or 

(5) -(CH2)1-2C02CH2CH3; 

(6) phenyl, or 

(7) benzyl; 



30 



each Ra is independently -H or -Ci_4 alkyl; 

each Rc is independently 

(1) -H, 

(2) -Ci.4 alkyl, 

(3) -(CH2)l-4N(Ra)2, or 
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01 




CI 



m 
m 
til 



•SIS? 



-(CH2)l-4-phenyl, wherein the phenyl is optionally substituted 

with 1 to 3 substituents independently selected from halogen, 
Ci-4 alkyl, Ci_4 fluoroalkyl, -O-Ci-4 alkyl, -O-Ci-4 
uoroalkyl, -S-Ci-4 alkyl, -CN, and -OH; and 

each Rk is independently: 

(1) aryl se^cted from phenyl and naphthyl, wherein aryl is 
unsubstituted or substituted wilh from 1 to 4 substituents independently selected from: 

(a) halogen, 

10 (b) Ci_\alkyl, 

(c) C 1 -4 fluoroalkyl , 

(d) -0-Ci\alkyl, 

(e) -O-Ci-4 %ioroalkyl, 

(f) phenyl, 
15 (g) -S-Ci.4alky\ 

(h) -CN, 

(i) -OH, 

(j) phenyloxy, unsubstituted or substituted with from 1 to 3 
substituents independently selected from: 
20 (i) halogen, 

(ii) Ci_4 alkyl, 

(iii) Ci_4 fluoroalkyl, ^nd 

(iv) -OH, 
(k) -N(Ra)2, 

25 (1) -Ci-4 alkyl-N(Ra)2, 

(m) -Rt, 

(p) -(CH2)0-3C(=O)N(Ra)2, and 
(q) -(CH2)0-3C(=O)Ra; 

(2) -C3-6 cycloalkyl, unsubstituted or substituted^^with from 1 to 3 
30 substituents independently selected from: 

(a) halogen, 

(b) Ci-4 alkyl, 

(c) -O-C 1-4 alkyl, 

(d) C 1-4 fluoroalkyl. 



-384- 



20757Y 



10 



15 



20 



25 



30 



(e) 

(f) 
(h) 



substituted with from 1 




(a) 
(b) 
(c) 
(d) 
(e) 
(f) 
(g) 



-O-Ci-4 fluoroalkyl, 
-CN, 

phenyl, and 
-OH; 

6 cycloalkyl fused with a phenyl ring, unsubstituted or 
substituents independently selected from: 
halogen, 
1-4 alkyl, 
^-Ci-4 alkyl, 
CiJ4 fluoroalkyl, 
-O-Cl-4 fluoroalkyl, 
-CN, a\d 



(4) 



-OH; \ 



a 5- or 6- membered heteroaromatic ring selected from thienyl, 
\ 

pyridyl, imidazolyl, pyrrolyl, pyrazolyl, th^olyl, isothiazolyl, oxazolyl, isooxazolyl, 
pyrazinyl, pyrimidinyl, triazolyl, tetrazolyl,^ranyl, and pyridazinyl, wherein the 
heteroaromatic ring is unsubstituted or substituted on nitrogen or carbon with from 1 
to 4 substituents independently selected from: 



(a) 
(b) 

(c) 
(d) 
(e) 

(f) 
(g) 
(h) 
(i) 

a) 




(k) 



halogen, 
C1.4 alkyl, 
Ci-4 fluoroalkyl, 
-O-Ci-4 alkyl, 
-O-Ci-4 fluoroalkyl, 

phenyl, 
-S-Ci-4 alkyl, 

-CN, 
-OH, 

phenyloxy, unsubstituted or substituted with from 1 to 3 
substituents independently selected^from: 

(i) halogen, 

(ii) Ci-4 alkyl, 

(iii) Ci-4 fluoroalkyl, and 

(iv) -OH, 
-N(Ra)2, 
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\ (1) -Ci_4alkyl-N(Ra)2, 

\(m) -Rt, 

m) oxo, 

(d^ -(CH2)0-3C(=O)N(Ra)2, and 

(pX -(CH2)0-3C(=O)Ra; 

(5) a 5- OT 6- or 7- membered saturated heterocyclic ring selected 
from piperidinyl, morpholiny\ thiomorpholinyl, thiazolidinyl, isothiazolidinyl, 
oxazolidinyl, isooxazolidinyl, p^^rrolidinyl, imidazolidinyl, piperazinyl, 
tetrahydrofuranyl, pyrazolidinylViexahydropyrimidinyl, thiazinanyl, thiazepanyl, 
azepanyl, thiadiazepanyl, dithiazenanyl, diazepanyl, and thiadiazinanyl, and wherein 
the heterocyclic ring is unsubstituteM or substituted with from 1 to 4 substituents 
independently selected from: \ 







(b) 


Ci_6 alk^4, 


(c) 


-0-Ci-6alVl 




C^i ^ flunrnalkvl 


(e) 


-O-Ci-6 fluorflialkyl. 


(f) 


-CN, \ 


(g) 


oxo, \ 


(h) 


phenyl \ 


(i) 


benzyl, \ 


(j) 


phenyl ethyl, \ 


(k) 


-OH, \ 


(1) 


-(CH2)0-3C(=O)N(Ra)2\ 


(m) 


-(CH2)0-3C(=O)Ra, \ 


(n) 


-N(Ra)-C(=0)Ra, \ 


(o) 


-N(Ra)-C02Ra, ^ 


(P) 


-(CH2)l-3N(Ra)-C(=0)Ra, 


(q) 


-N(Ra)2, 


(r) 


-(CH2)l-3N(Ra)2, 


(s) 


-(CH2)l-3-ORa, 


(t) 


-(CH2)0-3CO2Ra, 


(u) 


-(CH2)0-3-O-(CH2)l -3-ORa 


(V) 


-S02Ra, 
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-S02N(Ra)2, 

-(CH2)0-3C(=O)O(CH2)l-2CH=CH2, 
-Rt, 

-(CH2)0-3C(=O)Rt, 
-N(Ra)Rt, and 
-(CH2)l-3Rt; or 
(6) an 8- niembered heterobicyclic ring selected from 

indolyl, benzotriazolyl, benzoinaidazolyl, iniidazo[4,5-b]pyridinyl, 
dihydroimidazo[4,5-b]pyridinyl,Vyrazolo[4,3-c]pyridinyl, dihydropyrazolo[4,3- 
cjpyridinyl, tetrahydropyrazolo[4,Vc]pyridinyl, pyrrolo[l ,2-a]pyrazinyl, 
dihydropyrrolo[l,2-a]pyrazinyl, tetrahydropyrrolo[l,2-a]pyrazinyl, 
octahydropyrrolo[l,2-a]pyrazinyl, isoindolyl, indazolyl, indolinyl, isoindolinyl, 
quinolinyl, isoquinolinyl, quinoxalinylVluinazolinyl, cinnolinyl, chromanyl, 
isochromanyl, hexahydropyrazolo[4,3-c]^yridinyl, hexahydropurinyl, 
hexahydrooxazolo[3,4a]pyrazinyl, and l,2*3,4-tetrahydro-l,8-naphthyridinyl; and 
wherein the bicycHc ring is unsubstituted o^ubstituted with from 1 to 3 substituents 
independently selected from: 



(a) 


halogen, \ 


(b) 


Ci.4alkyl, \ 


(c) 


-O-Ci-4 alkyl, \ 


(d) 


Ci-4 fluoroalkyl. 


(e) 


-O-Ci-4 fluoroalkyl. 


(f) 


-CN, 


(g) 


=0, and 


(h) 


-OH; 



Rt is naphthyl or a 5- or 6-membered heteromonocylic ring selected from 

\ 

pyrrolidinyl, pyrazolidinyl, imidazolinyl, piperidinyl, piperazinyl, pyrrolyl, pyridyl, 
imidazolyl, pyrazolyl, triazolyl, tetrazolyl, pyrazinyl, pyrimidin)^, and pyradizinyl; 
and wherein the naphthyl or the heteromonocyclic ring is unsubstituted or substituted 
with 1 or 2 substituents independently selected from halogen, oxo\Ci-4 alkyl, and 
-O-Ci-4 alkyl; 



or a pharmaceutically acceptable salt thereof. 
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25 (19) -C(=0)-N(Ra)-(CH2)l.2H substituted Vvith 1 or 2 -ORa, 

(20) -S02Ra, \ 

(21) -N(Ra)S02Ra \ 

(22) -CH=CH-(CH2)0-l-C(=O)-N(Ra)2, \ 



— C^C-CHgOR^ 
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Si 



hi 
Q 



10 



15 



20 




25 



(26) 
(27) 
(28) 
(29) 
(30) 
(31) 
(32) 
(33) 
(34) 
(35) 

(36) 
(37) 

(38) 
(39) 
(40) 

(41) 
(42) 

(43) 
(44) 
(45) 
(46) 
(47) 
(48) 



C^C-CHgSR^ 
C^C-CHgSOgR^ 



OH 

-N(Ra)-CCH2)ll4SRa, 
-N(Ra)-(Cta2)l-40Ra 
-N(Ra)-(CI^i -4-N(Ra)2, 
-N(Ra)-(CH3V-4N(Ra)-C(Ra)=0, 
-N(Ra)-(CH2)oS2-[C(=0)] i.2N(Ra)2, 
-N(Ra)-(CH2) 1 -4^02Ra, 
-N(Ra)C(=0)N(RaWcH2)l.4-C(=0)N(Ra)2, 
-N(Ra)C(=0)-(CH2rV4-N(Ra)2, 
-N(Ra)-S02-N(Ra)2, 
-Rk, 

-(CH2)l-4Rk, 
— C^C-CHgR" 

-O-Rk, 
-S(0)n-Rk 
-N(RC)-Rk, 

-N(RC)-(CH2)l-4H substituted with^one or two Rk groups, 
-N(RC)-(CH2)l-40Rk 

-C(=0)-Rk, 
-C(=0)N(Ra)-Rk, 
-N(Ra)C(=0)-Rk, or 
-C(=0)N(Ra)-(CH2)l-4Rl^; and 
-N(Ra)-S(0)nRk; 



30 



each of R1 and R2 is independently: 

(1) -H, 

(2) methyl, 

(3) ethyl, 

(4) CF3, 

(5) methoxy, 
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3 

W 

m 



13 
S 



10 



15 



20 




25 



ethoxy 
-OCF3 

halo selected from -F, -CI and -Br, 

rCN, 
:H20Ra, 

:Q2Ra, 

(12) -Sr\ 

(13) -N(R^, 

(14) -(CH2)fS3N(Ra)2, 

(15) -S02Ra\ 

(16) -(CH2)l-2N{Ra)-C(Ra)=0, 

(17) -Rk 

(18) -(CH2)l-3H su\stituted with 1 or 2 Rk groups, 

(19) -O-Rk, or 

(20) -0-(CH2)l-3Rk; 

each Ra is independently -H or -Ci-4^alkyl; 

each Rc is independently 

(1) -H, 

(2) -C1.4 alkyl, 

(3) -(CH2)l-4N(Ra)2, or 

(4) -(CH2)l-4-phenyl, wherei\i the phenyl is optionally substituted 

with 1 to 3 substituents independently selected from halogen, 
Ci-4 alkyl, C1.4 fluoroalkyl,\p-Ci-4 alkyl, -O-C1-4 
fluoroalkyl, -S-C1-4 alkyl, -CN^and -OH; and 



each Rk is independently: 

(1) aryl selected from phenyl and naphth'yl, wherein aryl is 
30 unsubstituted or substituted with from 1 to 4 substituents independently selected from: 

(a) halogen, 

(b) C1.4 alkyl, 

(c) C 1-4 fluoroalkyl, 

(d) -O-C1.4 alkyl. 
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(2) 



-O-Ci-4 fluoroalkyl, 

phenyl, 
-S-Ci-4alkyl, 

-CN, 
-OH, 

phenyloxy, unsubstituted or substituted with from 1 to 3 
substituents independently selected from: 
halogen, 
Ci.4alkyl, 
Ci_4 fluoroalkyl, and 

-OH, 
(k) -N(^)2, 
(1) -Ci.4\lkyl-N(Ra)2, 
(m) 
(P) 

(q) -(CH2)0-3»S^(=O)Ra; 
-C3.6 cycloalkyl, unsubstituted or substituted with from 1 to 3 




30 



substituents independently selected from: 

(a) halogen, 

(b) Ci.4alkyl, 

(c) -O-C1.4 alkyl, 

(d) C 1-4 fluoroalkyl, 

(e) -O-C1.4 fluoroalkyl, 

(f) -CN, 
(h) phenyl, and 
0) -OH; 

(3) -C3-6 cycloalkyl fused with a phen^^ring, unsubstituted or 
substituted with from 1 to 4 substituents independently selected from: 

(a) halogen, 

(b) C1.4 alkyl, 

(c) -O-Ci-4 alkyl, 

(d) C 1-4 fluoroalkyl, 

(e) -O-Ci-4 fluoroalkyl, 

(f) -CN, and 
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(g) -OH; 

(4) a 5- or 6- membered heteroaromatic ring selected from thienyl, 
pyridyl, imida^lyl, pyrrolyl, pyrazolyl, thiazolyl, isothiazolyl, oxazolyl, isooxazolyl, 
pyrazinyl, pyrimidinyl, triazolyl, tetrazolyl,furanyl, and pyridazinyl, wherein the 
heteroaromatic riirg is unsubstituted or substituted on nitrogen or carbon with from 1 
to 4 substituents independently selected from: 
\a) halogen, 

Ci_4 alkyl, 
Ci-4 fluoroalkyl, 
-O-Ci-4 alkyl, 
rO-Ci_4 fluoroalkyl, 
phenyl, 
-S^Ci-4 alkyl, 

-cr4 

-OH,\ 

phenyloxy, unsubstituted or substituted with from 1 to 3 
substitueilts independently selected from: 

(i) halogen, 

(ii) Ci-Alkyl, 

(iii) C1.4 fluoroalkyl, and 

(iv) -OH, 
-N(Ra)2, 

-Ci-4 alkyl-N(Ra)2\ 

-Rt. 
0x0, 




(5) 



(k) 

(1) 

(m) 

(n) 
(o) 

(P) 
a5- 



-(CH2)0-3C(=O)N(Ra; 
-(CH2)0-3C(=O)Ra; 




and 



or 6- or 7- membered saturated^eterocyclic ring selected 



from piperidinyl, morpholinyl, thiomorpholinyl, thiazolidin3^1, isothiazolidinyl, 
oxazolidinyl, isooxazolidinyl, pyrrolidinyl, imidazolidinyl, piperazinyl, 
tetrahydrofuranyl, pyrazolidinyl, hexahydropyrimidinyl, thiazmanyl, thiazepanyl, 
azepanyl, thiadiazepanyl, dithiazepanyl, diazepanyl, and thiadiazinanyl, and wherein 
the heterocyclic ring is unsubstituted or substituted with from 1 to^ substituents 
independently selected from: 
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15 (o) -N(Ra)-G^2R^, 

(p) -(CH2)l-3¥(Ra)-C(=0)Ra, 



\ (a) halogen, 

. \(b) Ci.6alkyl, 

f\j \c) -O-Ci.6 alkyl, 

^-^J. 01) Ci.6fluoroalkyl, 

Qjp^ 5 (e\ -O-Ci.6 fluoroalkyl, 

(f) \ -CN, 

(g) \ oxo, 

(h) \^henyl 

(i) benzyl, 
10 (j) plrenylethyl, 

(k) -ok 

(1) -(Crf2)0-3C(=O)N(Ra)2, 
□ (m) -(CH2W3C(=0)Ra 

51 (n) -N(Ra)-C(=0)Ra, 

Si 

: . 1 

y| (q) -N(Ra)2, ^^ 

(r) -(CH2)l-3N(Ra)2, 

H (s) -(CH2)l-3-ORa, 

151 20 (t) -(CH2)0-3CO2Ra, 

p (u) -(CH2)0-3-O-(CH2)l-3-ORa 

p (v) -S02Ra, 

^' (w) -S02N(Ra)2, 

(X) -(CH2)0-3C(=O)O(CH2)l-2CH=CH2, 

25 (y) -Rt, 

(z) -(CH2)0-3C(=O)Rt, 

(aa) -N(Ra)Rt, and 
(bb) -(CH2)l-3Rt; or 
(6) an 8- to 10- membered heterobicyclib ring selected from 
30 indolyl, benzotriazolyl, benzoimidazolyl, imidazo[4,5-b]pyridinyl, 

dihydroimidazo[4,5-b]pyridinyl, pyrazolo[4,3-c]pyridinyl, dihydropyrazolo[4,3- 
c]pyridinyl, tetrahydropyrazolo[4,3-c]pyridinyl, pyrTolo[l,2-a]i)yrazinyl, 
dihydropyrrolo[l,2-a]pyrazinyl, tetrahydropyrrolo[l,2-a]pyra2invyl, 
octahydropyrrolo[l,2-a]pyrazinyl, isoindolyl, indazolyl, indolinyk isoindolinyl, 
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quinolinyl, isoquinolinyl, quinoxalinyl, quinazolinyl, cinnolinyl, chromanyl, 
isocr^pmanyl, hexahydropyrazolo[4,3-c]pyridinyl, hexahydropurinyl, 
hexahydrooxazolo[3,4a]pyrazinyl, and l,2,3,4-tetrahydro-l,8-naphthyridinyl; and 
wherein me bicyclic ring is unsubstituted or substituted with from 1 to 3 substituents 
independentJv selected from: 




(a) 


halogen. 


(b) 


Ci-4 alkyl. 


(c) 


-0-Ci-4alkyl, 


(d) 


Ci-4 fluoroalkyl. 


(e) 


-O-Ci-4 fluoroalkyl. 


{\ 


-CN, 


(g\ 


=0, and 


(h) ^ 


\ -OH; and 



15 Rt is naphthyl or a 5- or 6-memt^red heteromonocyhc ring selected from 

pyrrolidinyl, pyrazolidinyl, imidaz^linyl, piperidinyl, piperazinyl, pyrrolyl, pyridyl, 
imidazolyl, pyrazolyl, triazolyl, tetfazolyl, pyrazinyl, pyrimidinyl, and pyradizinyl; 
and wherein the naphthyl or the heteromonocyclic ring is unsubstituted or substituted 
with 1 or 2 substituents independently^elected from halogen, oxo, Ci-4 alkyl, and 

20 -O-Ci-4 alkyl; 



or a pharmaceutically acceptable salt thereof. 




The compound according to claim 8, wherein 



Q2 



IS 



(1) -H, 

(2) methyl, 

(3) ethyl, 

(4) CF3, 

(5) methoxy, 

(6) ethoxy 

(7) -OCF3 

(8) halo selected from -F, -CI and -Br, 
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(14; 

(15 
(16 
(17 
(18 
(19 
(20 

(21 
(22 
(23 
(24 
(25 
(26 
(27 

(28 
(29 
(30 



(31 
(32 

(33 

(34 

(35 

(36 

(37 

(38 

(39 

(40 



-CN, 

-CH2OH, 
-CH2OCH3 
-(CH2)0-2C(=O)CH3, 
-(CH2)0-2CO2CH3, 
-SRa, 
V-N(Ra)2, 
^^H2)l-2N(Ra)2, 
-(CI^2)0-2C(=O)N(Ra)2, 
-S-CH2-C(=0)N(Ra)2, 
-0-CHisP(=0)N(Ra)2, 
-N(S02R^^CH2-C(=0)N(Ra)2, 



-N(Ra)-C(Ra)=0, 

-C(=0)-N(RaWcH2) 1 -2-C(=0)N(Ra)2, 
-C(=0)-N(Ra)-(CTl2)i-20Ra, 
-C(=0)-N(Ra)-(CH2)l-3-N(Ra)2, 
-S02Ra, 
-N(Ra)S02Ra, 
-CH=CH-C(=0)-N(Ra)2^ 
— C^C-CHgOR^ 
— C^C-CHaSR^ 
— C=C-CHpSOpR^ 




H 



OH 

NH 

-N(Ra)-(CH2)l-3SRa 
-N(Ra)-(CH2)l-30Ra, 
-N(Ra)-(CH2)l-3N(Ra)2, 
-N(Ra)-(CH2) 1 -3N(Ra)-C(Ra)=0, 
-N(Ra)CH2-C(=0)N(Ra)2, 
-N(Ra)-C(=0)-C(=0)-N(Ra)2, 
-N(Ra)-C(=0)-N(Ra)2, 
-N(Ra)-(CH2) 1 -2-C02Ra, 
-N(Ra)-C(=0)-N(Ra)-(CH2)l-2-C(=0)-N(Ra)2, 
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(45) 
(46) 
(47) 
(48) 

(49) 
(50) 
(51) 
(52) 
(53) 
(54) 
(55) 
(56) 



-N(Ra)-C(=0)-(CH2) 1 -2-C(=0)-N(Ra)2, 
-N(Ra)-S02-N(Ra)2, 
-Rk, 

-(CH2)1-4R'^, 
-C=C-CH2R 

^1 
\ 

-S-R* 
-S02-I 
-N(RC)- 

-N(Rc)-(CH2)i-4H substituted with one or two Rk groups, 
-N(RC)-(CH^^ _40Rk, 
-C(=0)-Rk 
-C(=0)N(Ra)-Rk)^ 
-N(Ra)-C(=0)-Rk ' 
-C(=0)N(Ra)-(CH2)K4Rk, or 
-N(Ra)-S02Rk, 



each of r1 and r2 is independently: 




(1) 


-H, 




(2) 


methyl. 




(3) 


ethyl. 




(4) 


CF3, 




(5) 


methoxy. 




(6) 


ethoxy 




(7) 


-OCF3 




(8) 


halo selected from 


-F and -CI, 


(9) 


-CN, 




(10) 


-CH20Ra, 




(11) 


-C02Ra, 




(12) 


-SRa 




(13) 


-N(Ra)2, 




(14) 


-(CH2)l-3N(Ra)2, 




(15) 


-S02Ra 




(16) 


-Rk, 
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(2) 
(3) 




(k) Pbe, 



0) 
(>})) 
(P) 

(9) ~% 



-lit '^-3JVo^_ 



KM 



r6; 



^4/ 



'3^2 




-CF3, 
methoxy, 
-OCF3, 
-S-Ci-6 alkyl, 
-CN, 
-OH, 
-N(Ra)2, 

^1-6 alkyl-N(Ra)2, 

-(CH2)0-3C(=O)N(Ra)2, and 

-(CH2V3C(=0)Ra; 

\ 

(4) a 5- or 6- or 7- membered saturated heterocyclic ring selected 
from piperidinyl, morpholinyl, thiomorphplinyl, thiazolidinyl, isothiazolidinyl, 
oxazolidinyl, isooxazolidinyl, pyrrolidiny^dmidazolidinyl, piperazinyl, 

tetrahydrofuranyl, pyrazolidinyl, hexahydrop,yrimidinyl, thiazinanyl, thiazepanyl, 

\ 

azepanyl, thiadiazepanyl, dithiazepanyl, diazepanyl, and thiadiazinanyl; and wherein 
the heterocyclic ring is unsubstituted or substituted with 1 to 4 substituents 
independently selected from: 

(a) 

(b) 

(c) 

(d) 
(e) 

(f) 
(g) 
(h) 
(i) 
0) 
(k) 
(1) 
(m) 



(n) 
(o) 



halogen selected from^-F, -CI, and -Br, 
methyl or ethyl, 
-CF3, 

methoxy, 
-OCF3, 

-CN, 
=0, 
phenyl, 
benzyl, 
phenyl ethyl, 
-OH. 

-(CH2)0-3C(=O)N(Ra)2, 
-(CH2)0-3C(=O)Ra 

N(Ra)-C(=0)Ra, 
N(Ra)-C02Ra, 
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(CH2) 1 .3N(Ra)-C(=0)Ra, 
N(Ra)2, 

(CH2)l.3N(Ra)2, 
S02Ra, 

-(CH2)0-3C(=O)Rt, 
-Rt, 

-N(Ra)Rt, and 
(CH2)l-3Rt; and 
_ 10- membered heterobicyclic ring selected from 
indolyl, benzotriazolyl, benzoimidazolyl, imidazo[4,5-b]pyridinyl, 

dihydroiniidazo[4,5-b]pyridinyl, pyrazolo[4,3-c]pyridinyl, dihydropyrazolo[4,3- 

\ 

c]pyridinyl, tetrahydropyrazolo[4,3-c]pyridinyl, pyrrolo[ 1 ,2-a]pyrazinyl , 

\ 

dihydropyrrolo[ 1 ,2-a]pyrazinyl, tetral>^dropyrrolo[ 1 ,2-a]pyrazinyl, 
octahydropyrrolo[l,2-a]pyrazinyl, isoin^olyl, indazolyl, indolinyl, isoindolinyl, 
quinolinyl, isoquinolinyl, quinoxalinyl, q^inazolinyl, cinnolinyl, chromanyl, 
isochromanyl, and l,2,3,4-tetrahydro-l,8-n^phthyridinyl, wherein the bicyclic ring is 
unsubstituted or substituted with 1 or 2 substituents independently selected from: 

(a) halogen selected^ from -F, -CI, and -Br, 

(b) methyl or ethyl, 

(c) -CF3, 

(d) methoxy, 

(e) -OCF3, 

(f) -CN, 

(g) =0, and 

(h) -OH; 



Rt is selected from pyrrolidinyl, pyrazolidinyl, imidazolinyl,piperidinyl, piperazinyl, 
pyrrolyl, pyridyl, imidazolyl, pyrazolyl, triazolyl, tetrazolyl, pyxazinyl, pyrimidinyl, 
and pyradizinyl; any one of which is unsubstituted or substitutedwith 1 or 2 
substituents independently selected from -F, -CI, -Br, 0x0, methyl^. and methoxy; 




or a pharmaceutically acceptable salt thereof. 
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(17)> 
(18) 
(19) 
(20) 

(21) 
(22) 
(23) 
(24) 
(25) 
(26) 
(27) 

(28) 
(29) 
(30) 



(31) 
(32) 
(33) 
(34) 
(35) 
(36) 
(37) 
(38) 
(39) 
(40) 
(41) 
(42) 

(43) 
(44) 

(45) 
(46) 
(47) 
(48) 



-(CH2)0-2C(=O)N(Ra)2, 
-S-CH2-C(=0)N(Ra)2, 
-CH2-C(=0)N(Ra)2, 
502Ra)-CH2-C(=0)N(Ra)2, 

-N(R^-C(Ra)=0, 
-C(=aWN(Ra)-(CH2)l-2-C(=0)N(Ra)2, 
-C(=0)-Wa)-(CH2) 1 -20Ra, 
-C(=0)-NVa)-(CH2)l-3-N(Ra)2, 
-S02Ra \ 

-N(Ra)S02R^ 
-CH=CH-C(=oW(Ra)2, 
— C^C-CHgOF " 
— C^C-CHaSR' 
— C=C-CH2S02 



^OH 

NH 

-N(Ra)-(CH2)l-3SRa, 
-N(Ra)-(CH2)l-30Ra, 
-N(Ra)-(CH2)l-3N(Ra)2, 
-N(Ra)-(CH2)l-3N(Ra)-C(Ra)=0, 
-N(Ra)CH2-C(=0)N(Ra)2, 
-N(Ra)-C(=0)-C(=0)-N(Ra)2, 
-N(Ra)-C(=0)-N(Ra)2, 
-N(Ra).(CH2) 1 -2-C02Ra, 
-N(Ra)-C(=0)-N(Ra)-(CH2)l-2-C(=0)- 
-N(Ra).C(=0)-(CH2) 1 -2-C(=0)-N(Ra)2, 
-N(Ra)-S02-N(Ra)2, 
-Rk, 

-(CH2)l-4Rk, 
— C^C-CHgR" 

-O-Rk, 

-S-Rk 

-S02-Rk, 



-401 - 



20757Y 



v(49) -N(RC)-Rk, 
jO) -N(RC)-(CH2)l -4H substituted with one or two Rk groups, 



a I (510 -N(Rc)-(CH2)l-40Rk, 

, (52)\ -C(=0)-Rk, 

5 (53) \^C(=0)N(Ra)-Rk, 



(54) -N(Ra)-C(=0)-Rk, 

(55) -C0?O)N(Ra)-(CH2)l-4RJ^, or 

(56) -N(K^--S02Rk, 



10 each of Rl and R2 is indfependently: 





(1) 


-H, \ 




(2) 


methyl, \ 


^* 




einyi, \ 




(4) 


CF3, \ 




(5) 


methoxy, \ 


m 


(6) 


ethoxy \ 


m 
y 


(7) 


-OCF3 \ 




(8) 


halo selected from -F andi-Cl, 




(9) 


-CN, \ 


H 20 


(10) 


-CH20Ra, \ 




(11) 


-C02Ra, 




(12) 


-SRa, 




(13) 


-N(Ra)2. 




(14) 


-(CH2)l-3N(Ra)2, 


25 


(15) 


-S02Ra, 




(16) 


-Rk, 




(17) 


-(CH2)l-3Rk, 




(18) 


-O-Rk, or 




(19) 


-0-(CH2)l-3Rk; 



30 

each Ra is independently -H or -C1-4 alkyl; 



each RC is independently -H, -C1.4 alkyl, or -(CH2)l-3N(Ra)2; 
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each Rk is inaependently: 

CD phenyl which is unsubstituted or substituted with from 1 to 4 



substituents independently selected from: 




(a) 
(b) 

(e) 

(f) 
(g) 
(h) 
(i) 

0) 
(k) 

(1) 

(m) 

(P) 

(q) 




halogen selected from -F, -CI, and -Br, 
methyl or ethyl, 
-CF3, 
methoxy, 
-OCF3, 

phenyl, 
S-CH3, 

N, 

phentyloxy 
-N(R^ 

-(CH2)\-3N(Ra)2, 
-Rt. 

-(CH2)0-3^(=O)N(Ra)2, and 
-(CH2)0-3C(<=O)Ra; 



(2) 
(3) 



-C3.6 cycloalkyl, 



a 5- or 6- membered heieroaromatic ring selected from thienyl, 
pyridyl, imidazolyl, pyrrolyl, pyrazolyl, thiazol^l, isothiazolyl, oxazolyl, isooxazolyl, 
pyrazinyl, pyrimidinyl, triazolyl, tetrazolyl, furany^, and pyridazinyl, wherein the 
heteroaromatic ring is unsubstituted or substituted 0|i nitrogen or carbon with 1 or 2 
substituents independently selected from: 



25 


(a) 


halogen selected from -Fi -CI, and -Br, 




(b) 


methyl or ethyl. 






(c) 


-CF3, 






(d) 


methoxy. 


\ 




(e) 


-OCF3, 




30 


(f) 


-S-Ci-6alkyl, 






(g) 


-CN, 


\ 




(h) 


-OH, 






(i) 


-N(Ra)2. 






G) 


-C1.6 alkyl-N(Ra)2, 
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halogen selected from -F, -CI, and -Br, 
methyl ethyl, 



(k) -Rt. 

(1) oxo, 

(m) -(CH2)0-3C(=O)N(Ra)2, and 

Ol) -(CH2)0-3C(=O)Ra; 

(4) a^§- or 6- or 7- membered saturated heterocyclic ring selected 
from piperidinyl, morphoPmyl, thiomorpholinyl, thiazolidinyl, isothiazolidinyl, 
oxazolidinyl, isooxazolidinyl, pyrrolidinyl, imidazolidinyl, piperazinyl, 
tetrahydrofuranyl, pyrazolidimyl, hexahydropyrimidinyl, thiazinanyl, thiazepanyl, 
azepanyl, thiadiazepanyl, dithi^epanyl, diazepanyl, and thiadiazinanyl; and wherein 
the heterocyclic ring is unsubstitu^ed or substituted with 1 to 4 substituents 
independently selected from: 

(a) 
(b) 

(c) -CF3, 

(d) methoxy, 

(e) -OCF3, 

(f) -CN, 

(g) =o, 

(h) phenyl, 

(i) benzyl, 
(j) phenylethyl, 
(k) -OH, 

(1) -(CH2)0-3C(=O)N(Ra)2,^ 

(m) -(CH2)0-3C(=O)Ra, 

(n) N(Ra)-C(=0)Ra, 

(o) N(Ra)-C02Ra, 

(p) (CH2)l-3N(Ra)-C(=0)Ra, 

(q) N(Ra)2, 

(r) (CH2)l-3N(Ra)2, 

(s) S02Ra, 

(t) -(CH2)0-3C(=O)Rt, 

(u) -Rt, 
(v) -N(Ra)Rt, and 
(w) -(CH2)l-3Rt; and 
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(5) an 8- to 10- membered heterobicyclic ring selected from 
indolyl, ben^triazolyl, benzoimidazolyl, imidazo[4,5-b]pyridinyl, 
dihydroimidazo[4,5-b]pyridinyl, pyrazolo[4,3-c]pyridinyl, dihydropyrazolo[4,3- 
c]pyridinyl, tetrahydropyrazolo[43-c]pyridinyl, pyrrolo[l,2-a]pyrazinyl, 
dihydropyrrolo[13-a]pyrazinyl, tetrahydropyiTolo[l,2-a]pyrazinyl, 
octahydropyrrolo[]^^a]pyrazinyl, isoindolyl, indazolyl, indolinyl, isoindolinyl, 
quinolinyl, isoquinoliT\yl, quinoxalinyl, quinazolinyl, cinnolinyl, chromanyl, 
isochromanyl, and l,2,3S4-tetrahydro-l,8-naphthyridinyl, wherein the bicyclic ring is 
unsubstituted or substituted with 1 or 2 substituents independently selected from: 

(a) \ halogen selected from -F, -CI, and -Br, 
\me 




(b) \methyl or ethyl, 

(c) -CF3, 

\ 

(d) metihoxy, 
(e) 

(f) 
(g) 
(h) 



is selected from pyrrolidinyl, pyrazolidinvl, imidazolinyl, piperidinyl, piperazinyl, 
pyrrolyl, pyridyl, imidazolyl, pyrazolyl, triazolyl, tetrazolyl, pyrazinyl, pyrimidinyl, 
and pyradizinyl; any one of which is unsubstituted or substituted with 1 or 2 
substituents independently selected from -F, -Cl,^Br, oxo, methyl, and methoxy; 

or a pharmaceutically acceptable salt thereof. 

12. The compound according to claimNl 1, wherein Rl is H or F, 
and R2 is H or -SO2CH3, with the proviso that Rl and R2\re not both H; 



or a pharmaceutically acceptable salt thereof. 



13. The compound according to claim 12, whicl^^^is a compound of 
Formula (VIII): 
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Q2i 



is: 





O OH 



(vm); 



or a phannaceutically acceptable salt 



(1) 
(2) 
(3) 
(4) 
(5) 

(6) 

(7) 

(8) 

(9) 

(10) 

(11) 

(12) 

(13) 
(14) 
(15) 



he compound according to claim 12, wherein 



-C(=0)N(R 
-CH2C(=0)N(Ra)2, 
-CH2CH2C(=OyN(Ra)2, 
-S-CH2-C(=0)N(ka)2, 
-0-CH2-C(=0)N(K^2, 
-N(Ra)-C(Ra)=0, 

-N(S02Ra)-CH2-C(=OVJ(R^)2, 
-N(Ra)-C(=0)-C(=0)-N(I^a)2, 

-N(Ra)S02Ra, 

-CH=CH-C(=0)-N(Ra)2, 

-N(Ra)CH2-C(=0)N(Ra)2, 

-N(Ra)-C(=0)-N(Ra)2, 

-Rk, 

-(CH2)1-3R^, or 
-N(Rc)-(CH2)l-3Rk, 



each Ra is independently -H or -Ci_4 alkyl; 



each Rc is independently -H or -Ci-4 alkyl; and 




Rk is a saturated heterocyclic ring selected from piperidinyl, mofpholinyl, 
thiomorpholinyl, thiazolidinyl, isothiazolidinyl, oxazolidinyl, isooxazolidinyl, 
30 pyrrolidinyl, imidazolidinyl, piperazinyl, tetrahydrofuranyl, pyrazolidinyl. 
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hexahydrtopyrimidinyl, 1,2-thiazinanyl, 1,4-thiazepanyl, 1,2,5-thiadiazepanyl, 1,5,2- 
dithiazeparWl, 1,4-diazepanyl, and 1,2,6-thiadiazinanyl, wherein the heterocyclic ring 
is unsubstitured or substituted with 1 to 4 substituents independently selected from: 



(a) methyl or ethyl, 

(b) =0, 

(c) -C(=0)N(Ra)2, 

(d) -CH2C(=0)N(Ra)2, 
i^e) -C(=0)Ra, or 

(\ -S02Ra; 



15. The compound according to claim 14, wherein 



Q2 is: \ 

(1) -C(=0)N(Ra)2, \ 

(2) -CH2C(=0)N(Ra)2, \ 

(3) -CH2CH2C(=0)N(Ra)2\ 

(4) -S-CH2-C(=0)N(Ra)2, \ 

(5) -0-CH2-C(=0)N(Ra)2, \ 

(6) -N(S02Ra)-CH2-C(=0)N(Ra)\ 

(7) -N(Ra)-C(=0)-C(=0)-N(Ra)2, V 

(8) -N(Ra)S02Ra, \ 

(9) -CH=CH-C(=0)-N(Ra)2. \ 

(10) -N(Ra)CH2-C(=0)N(Ra)2, \ 

(11) -N(Ra)-C(=0)-N(Ra)2, \ 

(12) -Rk \ 

(13) -(CH2)l-2Rk, or \ 

(14) -NH-(CH2)l-2Rk; \ 

each Ra is independently methyl, ethyl, or isopropyl; and \ 

Rk is a saturated heterocyclic ring selected from piperidinyl, morphMinyl, 
thiomorpholinyl, thiazolidinyl, isothiazolidinyl, oxazolidinyl, isooxaaolidinyl. 



or a pharmaceutically acceptable salt thereof. 
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pyrroliSinyl, imidazolidinyl, piperazinyl, tetrahydrofuranyl, pyrazolidinyl, 
hexahydn^yrimidinyl, 1,2-thiazinanyl, 1,4-thiazepanyl, 1,2,5-thiadiazepanyl, 1,5,2- 
dithiazepaiWl, 1,4-diazepanyl, and 1,2,6-thiadiazinanyl, wherein the heterocyclic ring 
is unsubstituti^d or substituted with 1 to 4 substituents independently selected from: 

(a) methyl or ethyl, 

(b) =0, 

(c) -C(=0)NH2, 

(d) -C(=0)CH3, or 

(e) -SO2CH3; 

or a pharmaceutically acceptable salt thereof. 



Formula (IX): 



16. The compound according to claim 4, which is a compound of 



R'' R^ 

X .R' 
N N 




wherein 



each of r6 and r9 is independently: 



(1) -H 

(2) -C1.4 alkyl, 

(3) -Ci-4fluoroalkyl, 

(4) -Ci-4 alkyl-ORa, 

(5) -Ci^ alkyl-S(0)nRa 

(6) -Ci-4 alkyl-N(Ra)2, 

(7) -Ci-4 alkyl-C(=0)-N(Ra)2, 

(8) -C1.4 alkyl-C02Ra, and 

(9) -Ci_4 alkyl substituted with Rk; and 
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each of R^^nd R8 is independently: 




H 

Ci-4 alkyl, 
Ci-4 fluoroalkyl, 
Ci_4 alkyl-ORa 
Ci-4 alkyl-SRa 

1-4 alkyl-N(Ra)2, 
CV4 alkyl-C(=0)-N(Ra)2, 
Ci\alkyl-C02Ra, and 
Ci-4 alkyl substituted with Rk; 



or r7 and R8 together form oxo; 



or a pharmaceutically acceptable salt Thereof. 



17. The compound according to claim 16, which is a compound of 



Formula (X): 





(X); 



or a pharmaceutically acceptable salt thereof. 



Formula (XI): 



18. The compound according to claim 17, which is a compound of 



O 



a /R' 

N N 




O OH 



(XI); 
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or a\harmaceutically acceptable salt thereof. 



m 

m 

i . S 



10 



15 



20 



19. The compound according to claim 18, which is a compound of 



Formula (XII): 




r6 I 




O OH 



(XII); 



or a pharmaceutically accepl;aWe salt thereof. 

20. The compound according to claim 19, wherein 



R6i 



is: 



(1) -H 

(2) methyl, 

(3) ethyl 

(4) -CF3, 

(4) -(CH2)l-3-ORa, 

(5) -(CH2)l-3-SRa, 

(6) -(CH2)l-3-S02Ra, 

(7) -(CH2)l-3-N(Ra)2, 

(8) -(CH2)l-3-C(=0)-N(Ra)2,V 

(9) -(CH2)l-3-C02Ra; 



25 R9 is: 



(1) 
(2) 
(3) 
(4) 



-H 

methyl, 

ethyl, 

-CF3, 
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(CH2)l-3-ORa 
(CH2)l-3-SRa 
(CH2)l-3-S02Ra, 
(CH2)l-3-N(Ra)2, 
(CH2)l-3-C(=0)-N(Ra)2, 
(CH2)l-3-C02Ra or 
fCH2)l-3-Rk; 



each Ra is independently methyl, or ethyl; 




Rk is a saturated heterocyclicVng selected from piperidinyl, morpholinyl, 
thiomorpholinyl, thiazolidinyl, isothiazolidinyl, oxazolidinyl, isooxazolidinyl, 
pyrrolidinyl, imidazolidinyl, pipemzinyl, tetrahydrofuranyl, and pyrazolidinyl; and 
wherein the heterocyclic ring is un$ubstituted or substituted with from 1 to 3 
substituents independently selected fram: 

(a) halogenselected from -F, -CI, and -Br, 

(b) methyl, 

(c) -CF3, 

(d) methoxy, 

(e) -OCF3, 

(f) -CN, and 

(g) =0; 




or a pharmaceutically acceptable salt thereof. 

21. A compound according to claim 1, which is a compound 
selected from the group consisting of 

N-(3,5-dichlorobenzyl)-8-hydroxy-l,6-naphthyridine-7-carbWarnide; 



N-(2,5-dichlorobenzyl)-8-hydroxy- 1 ,6-naphthyridine-7-carboxabiide; 



N-[(lR,S)-2,3-dihydro-lH-inden-l-yl]-8-hydroxy-l,6-naphthyridiite-7-carboxaniide; 



-411 - 



N-[2-(3-^lorophenyl)ethyl]-8-hydroxy- 1 ,6-naphthyridine-7-car^^ 
N-[2-(2-chlotophenyl)ethyl]-8-hydroxy-l,6-naphthyridine-7-carboxam 
N-[2-( 1 , 1 '-biph^y l-4-yl)ethyl]-8-hydroxy- 1 ,6-naphthyridine-7-carboxamide; 
8-hydroxy-N-[2-(4-phenoxyphenyl)ethyl]-l,6-naphthyridine-7-carboxamide; 
8-hydroxy-N-(3-phenylVopyl)-l,6-naphthyridine-7-carb 

8-hydroxy-N-phenyl-l,6-naphthyiridine-7-carboxamide; 

\ 

8 N-(2-chlorobenzyl)-8-hydroxy- 1 ,6-^naphthyridine-7-carboxamide; 

\ 

N-benzyl-8-hydroxy-N-methyl- 1 ,6-napnthyridine-7-carboxarmde; 

\ 

8-hydroxy-N-( 1 -methyl- 1 -phenylethyl)- 1 ,6Viaphthyridine-7-carboxamide; 

\ 

8-hydroxy-N-(2-phenylethyl)-l,6-naphthyridine-7-carboxamide; 

8-hydroxy-N-(l-naphthylmethyl)-l,6-naphthyri^\i^ 

N-benzyl-8-hydroxy-N-phenyl-l,6-naphthyridine-7^arboxaim 

N-(3-chlorobenzyl)-8-hydroxy-l,6-naphthyridine-7-carDpxamide; 

N-(4-chlorobenzyl)-8-hydroxy- 1 ,6-naphthyridine-7-carbo;^mide; 

Methyl (2S)-{ [(8-hydroxy-l,6-naphthyridin-7-yl)carbonyl]a^no} (phenyl)ethanoate; 
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= 3 

'%! 

m 
y I 



Ethyl N-be^yl-N-[(8-hydroxy-l,6-naphthyridin-7-yl)carbonyl]glycinate; 

N-benzyl-8-h>^roxy-N-(2-phenyIethyl)-l,6-naphthyridine-7-carboxaimde; 

5 N-(l,2-diphenyle^yl)-8-hydroxy-l,6-naphthyridine-7-carboxamide; 

N-(23-dihydro-lH-imien-2-yl)-8-hydroxy-l,6-naphthyridine-7-carboxam 

N-benzyl-8-hydroxy- 1 ,^naphthyridine-7-carboxamide; 
10 \ 

N-(2-anilinoethyl)-8-hydr(my- 1 ,6-naphthyridine-7-carboxamide; 

N-(2,2-diphenylethyl)-8-hydr0xy-l,6-naphthyridine-7-carboxamide; 

15 N-(33-diphenylpropyl)-8-hydroVy-l,6-naphthyridine-7-carboxamide; 

N-(2-chloro-6-phenoxybenzyl)-8-lwdroxy-l,6-naphthyridine-7-carboxamide; 



20 



Methyl (2R)-{[(8-hydroxy-l,6-naphtlwridin-7-yl)carbonyl] amino} (phenyl)ethanoate; 
8-hydroxy-N-( 1 ,2 ,3 ,4-tetrahy dronaphthalen- 1 -yl)- 1 ,6-naphthyri dine-7-carboxamide ; 



N-(23-dihydro-lH-inden-l-ylmethyl)-8-hy^roxy-l,6-naphthyridine-7 

25 8-hydroxy-N-(6 J,8,9-tetrahydro-5H-benzo[a\[7]annulen-6-ylmethyl)- 1 ,6- 
naphthyri dine-7-carboxamide; 

8-hydroxy-N-[2-(l-naphthylamino)ethyl]-l,6-naj}hthyridine-7-carboxamide; 
30 N-(23-dihydro-lH-inden-2-ylniethyl)-8-hydroxy-l,D-naphthyridine-7-carboxaniide; 
8-hydroxy-N-[(lR)-l-phenylethyl]-l,6-naphthyridine-%-carboxaniide; 
8-hydroxy-N-[(lS)-l-phenylethyl]-l,6-naphthyridine-7-c\rboxaniide; 



-413 



8-hydroxy-N-(3-hyd\oxy-l-phenylpropyl)-l,6-naphthyridine-7-^ 

N-[2-(4-chlorophenyl)ethyl]-8-hydroxy-l,6-naphthyridine-7-carboxam 

8-hydroxy-N- [( lR)-2-hy*oxy- 1 -phenylethyl]- 1 ,6-naphthyridin 

N-[(lS)-l-benzyl-2-hydrox]^thyl]-8-hydroxy-l,6-naphthyridine-7-carboxamide; 

N-[(lR)-l-benzyl-2-hydroxyetmyl]-8-hydroxy-l,6-naphthyridine-7-carboxam 

8-hydroxy-N-(2-hydroxy-2-phenwethyl)-l,6-naphthyridine-7-carboxamide; 

5-chloro-N-(3,5-dichlorobenzyl)-8-hydroxy-l,6-naphthyridine-7-carboxamid 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-piperidin-l-yl-l,6-naphthyridine-7-carboxarm 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-ph©^l-l,6-naphthyridin 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-(lH-ii^dazol-l-yl)-l,6-naphthyridine-7- 
carboxamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-morpholii^-4-yl-l,6-naphthyridine-7- 
carboxamide; 

(+)-8-hydroxy-N-[(c/5)-3-phenyl-23-dihydro-lH-i^den-l-yl]-l,6-naph 
carboxamide 

5-bromo-N-(3,5-dichlorobenzyl)-8-hydroxy-l,6-naphtnyridine-7-carboxarnide; 

N-(2,3-dihydro-lH-inden-l-yl)-8-hydroxy-5-phenyl-l,6-naphthyridine-7- 
carboxamide; 
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8-hydroxy-N-(l-naOTthylmethyl)-5-phenyl-l,6-naphth 



f\ JL N-(2,5-dichlorobenzyl)^8-hydroxy-5-pheny 1- 1 ,6-naphthyridine-7-carboxamide; 

N-[(lS)-23-dihydro-lH-inden^l-yl]-8-hydroxy-l,6-naphthyridine-7-carboxarnide; 

\ 

10 N-(3,5-dichlorobenzyl)-8-hydro;^y-5-phenoxy-l,6-naphthyridine-7-carboxamide; 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-(4-methylpiperazin-l-yl)-l,6-naphthyridine-7- 



carboxamide; 

^? 

yj 15 5-(4-benzylpiperazin-l-yl)-N-(3,5-dichl0robenzyl)-8-hydroxy-l,6-naphthyridine-7- 

tSl carboxamide; 

w 

i3 N-(3,5-dichlorobenzyl)-5-{4-[2-(formylamino)ethyl]piperazin-l-yl}-8-hyd^^ 

K| naphthyridine-7-carboxamide; \ 

20 \ 

y N-(3,5-dichlorobenzyl)-8-hydroxy-5-(4-pyridin-2-ylpiperazin-l-yl)-l,6- 

1^, naphthyridine-7-carboxamide; v 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-(4-pyrrolidin-l^ylpiperidin-l-y0 
25 naphthyridine-7-carboxamide; \ 

\ 

5-anilino-N-(3,5-dichlorobenzyl)-8-hydroxy-l,6-naphthyridine-7-carboxamide; 

\ 

N-(3,5-dichlorobenzyl)-5-{[3-(foimylamino)propyl]armno}r^ 
30 naphthyridine-7-carboxamide; \ 

N-(3,5-dichlorobenzyl)-5-{[2-(dimethylamino)ethyl]amino}-8-hydroxy-l,6- 
naphthyridine-7-carboxamide; 
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N-(3,5-diohlorobenzyl)-8-hydroxy-5-[(2-morpholin-4-ylethyl)am 
naphthyridme-7-carboxamide; 

5-[(l-benzylpiperidin-4-yl)arnino]-N-(3,5-dichlorobenzyl)-8-hydroxy-l,6- 
naphthyridine-T^arboxamide; 

N-(3,5-dichlorobenz^l)-5-[[2-(dimethylamino)ethyl](methyl)amino]-8-hydroxy-l,6- 
naphthyridine-7-carbo^ amide; 

8-Hydroxy-5-phenylsulfa^yl-[l ,6]naphthyridine-7-carboxylic acid 3,5- 
dichlorobenzylamide; 

5-benzenesulfonyl-8-hydroxy\[l ,6]naphthyridine-7-carboxylic acid 3,5- 
dichlorobenzylamide; 

tert-butyl l-(7-{[(3,5-dichlorobenz5(l)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5 
yl)pyrrolidin-3-ylcarbamate; 

5-(3-aminopyrrolidin-l-yl)-N-(3,5-dich\orobenzyl)-8-hydroxy-l,6-naphthyridine-7- 
carboxamide trifluoroacetate; 

A^-(3,5-dichlorobenzyl)-8-hydroxy-5-(4H-l,2,4-triazol-4-yl)-l,6-naphthyridine 
carboxamide; 

A^-(3,5-dichlorobenzyl)-8-hydroxy-5-(m-l,2,4-tnazol-l-yl)-l,6-naphthyrid^ 
carboxamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-(3-hydroxypyrr3lidin-l-yl)-l,6-naphthyridine-7 
carboxamide; 

5-[3-(acetylamino)pyrrolidin- 1 -yl]-N-(3,5-dichlorobenzyr)^8-hydroxy- 1 ,6- 
naphthyridine-7-carboxamide; 
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N-(3,5-aichlorobenzyl)-5-(4-formylpiper^^ 
carboxamMe; 

l-(7-{[(3,5-dic^Jlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5- 
yl)piperazine; 

8-Hydroxy-5-(3-hy^roxy-prop-l-ynyl)-[l,6]naphthyridine-7-carboxylic acid 3,5- 
dichloro-benzylamide^ 

lK7-{[(3,5-dichlorobenz\l)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-^ 
oxo-2-pyrrolidin- 1 -y lethy l)piperazine; 

8-Hydroxy-5-(3-piperidin- 1 -yl^-prop- 1 -ynyl)- [ 1 ,6]naphthyridine-7-carboxylic acid 
3,5-dichloro-benzylamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy\5-thiomorpholin-4-yl-l,6-naphthyridine-7- 
carbox amide; 

5-[3-(aminocarbonyl)piperidin-l-yl]-A^\(3,5-dichlorobenzyl)-8-hydroxy-l,6- 
naphthyridine-7-carboxamide; 

l-(7-{ [(3,5-dichlorobenzyl)ainino]carbonyl^-8-hydroxy-l,6-naphthyridin-5-yl)-4-(2- 
phenylethyl)piperazine; 

4- [(7-{ [(3,5-dichlorobenzyl)amino]carbonyl}-8\hydroxy-l,6-naphthyridin-5- 
yl)amino]pyridine; 

5- [(cyclopropylmethyl)aiTdno]-A^-(3,5-dichlorobenzyl)-8-hydroxy-l,6-naphthyridine- 
7-carboxamide; 

N-(3,5-dichlorobenzyl)-5-{ [2-(formylamino)ethyl]arnin^}-8-hydroxy-l,6- 
naphthyridine-7-carboxamide; 
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2- [(7-{ [(8,5-dichlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin- 
yl)amino]ethanamine; 

A^-(3,5-dichlor^benzyl)-8-hydroxy-5-[(2-methoxyethyl)amino]-l,6-na 
carboxamide; 

A^-(3,5-dichIorobenzV)-8-hydroxy-5-{[2-(methylthio)ethyl]amino}-l,6- 
naphthyridine-7-carbox^mide; 

l-{2-[(7-{[(3,5-dichlorobe\zyl)armno]carbonyl}-8-hydroxy-l,6-n 
yl)amino]ethyl } pyrrolidine; 

1 N-(3,5-dichlorobenzyl)-8-hydr'^y-5-pyrrolidin-l-yl-l,6-naphthyridine-7- 
carboxamide; 

3- { 2-[(7- { [(3,5-dichlorobenzyl)aminoJc^arbonyl } -8-hydroxy- 1 ,6-naphthyridin-5- 
yl)amino]ethyl }pyridine; 

1 - { 3-[(7- { [(3,5-dichlorobenzyl)amino]carb()ijyl } -8-hydroxy- 1 ,6-naphthyridin-5- 
yl)arrdno]propyl }-li/-imidazoline; 

l-{3-[(7-{[(3,5-dichlorobenzyl)amino]carbonyl}^-hydroxy-l,6-naphthyridin-5- 
yl)amino]propyl jpyrrolidine; 

1 -(2-arQinoethy l)-4-(7- { [(3 ,5-dichlorobenzyl)amino]c^bonyl } -8-hydroxy- 1 ,6- 
naphthyridin-5-yl)piperazine; 

A^-(3,5-dichlorobenzyl)-8-hydroxy-5-[(2-phenoxyethyl)anii^]-l,6-naphthyridine-7- 
carboxamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-{ [3-(2-oxopyrroUdin-l-yl)^opyl]amino}-l,6- 
naphthyridine-7-carboxamide; 
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2-[ben^l(7-{[(3,5-dichlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyri 
/\ I yl)amin(^ethanamine; 

^JC^ l-{3-[(7-{ [(5^-dichlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyri 

5 yl)amino]propyi } -4-methy Ipiperazine; 

1:1 mixture of l-(7\ [(3,5-dichlorobenzyl)amino]ca^bonyl}-8-hydroxy-l,6- 
naphthyridin-5-yl)-l^imidazo[4,5-Z?]pyridine and 3-(7-{[(3,5- 
dichlorobenzyl)amino]c^rbonyl}-8-hydroxy-l,6-naphthyridin-5-yl)-3H-imidazo[4,5- 
10 Z>]pyridine; 

A^-(3,5-dichlorobenzyl)-8-hyaroxy-5-{[4-(3-methyl-2-oxoinu 
Cl yl)phenyl]arriino}-l ,6-naphthyndine-7-carboxarnide; 

y 15 A^-(3,5-dichlorobenzyl)-8-hydroxy-^-(l,4,6 J-tetrahydro-5//-pyrazolo[43-c]pyridin-5- 



m 



a 



yl)-l,6-naphthyridine-7-carboxamid^ 

/>/-(3,5-dichlorobenzyl)-8-hydroxy-5-({ [(^/?)-5-oxopyrTolidin-2-yl]methyl}amino)- 
1 ,6-naphthyridine-7-carboxamide; 



20 



A^-(3,5-dichlorobenzyl)-8-hydroxy-5-{[(5-oxo^,5-dihydro-l//-l,2,4-triazol-3- 
yl)methyl]amino}-l,6-naphthyridine-7-carboxamide; 

2-(7-{[(3,5-dichlorobenzyl)amino]carbonyl}-8-hydrpxy-l,6-naphthyridin-5- 
25 yl)octahydropyrrolo[l,2-a]pyrazine; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-[4-(pyrimidin-2-ylamino 
naphthyridine-7-carboxamide 

30 2-{2-[(7-{ [(3,5-dichlorobenzyl)armno]carbonyl }-8-hydroxy-\,6-naphthyridi^ 
yl)(methyl)amino]ethyl } pyridine; 

A^-(3,5-dichlorobenzyl)-5-(diniethylarnino)-8-hydroxy-l,6-naphthy^ridine-7- 
carboxamide; 
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8-Hydroxy-5-te-morpholin-4-yl-prop-l-ynyl)-[l,6]naphthyridine-7-carboxylic acid 
3,5-dichloro-ben2:ylamide; 

5 N-(3,5-difluoroben^l)-8-hydroxy-5-(methylsulfonyl)-l,6-naphthyridine-7- 
carboxamide; 



5-cyano-N-(23-dimethoVybenzyl)-8-hydroxy-l,6-naphthyridine-7-carboxarnide; 
10 N-(3,5-dichlorobenzyl)-8-hwroxy-5-thien-2-yl-l,6-naphthyridine-7-carboxamide; 



ijj 

133 



Si 
N. 

is;?? 



8-hydroxy-5-phenylsulfanyl-[l}^]naphthyridine-7-carboxylic acid 2- 
methylsulfanylbenzylamide; 

15 N-(23-dimethoxybenzyl)-8-hydrox^5-(methylsulfonyl)-l,6-naphthyridine-7- 
carbox amide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-[(2^ydroxyethyl)amino]-l,6-naphthyridine-7- 
carboxamide; 



20 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-(propyla|nino)-l,6-naphthyridine-7- 
carboxamide; 



25 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-[(lH-imidaz9^4-ylethyl)amino]-l,6- 
naphthyridine-7-carboxamide; 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-[(3-phenylprop-l\yl)amino]-l,6-naphthyri 
7-carboxamide; 

30 N-(3,5-dichlorobenzyl)-8-hydroxy-5-[(3-morpholin-4-ylpr<^pyl)amino]-l,6- 
naphthyridine-7-carboxamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-[4-(pyridin-2-ylmethyl)pi|)(£razin-l-yl]-l,6- 
naphthyridine-7-carboxamide; 
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N-(3,5-dichlOTobenzyl)-8-hydroxy-5-[(2-morpholin-4-yl-^ 
1 ,6-naphthyridW»e-7-carboxamide; 

5 N-(23-dimethoxAenzyl)-5-{[4-(dimethylamino)phenyl]thio}-8-hyd^^^ 
naphthyridine-7-carboxamide; 

8-hydroxy-6-methyl-[1^6]naphthyridine-7-carboxylic acid 3,5-dichloro-benzylamide; 



10 8-hydroxy-6-methyl-[l,6]n^hthyridin acid 4-fluoro-benzylamide; 

5-bromo-N-(4-fluorobenzyl)-8chydroxy-l,6-naphthyridine-7-carboxan^ 

C| l-(7-{ [(4-fluorobenzyl)amino]carl^onyl }-8-hydroxy-l,6-naphthyridin-5-yl)-4- 

15 methylpiperazine; 



jji l-(7-{[(4-fluorobenzyl)amino]carbonyh}-8-hydroxy-l,6-naphthyridin-5-yl)pip 

5-[[2-(dimethylamino)-2-oxoethyl](methyh)amino]-N-(4-fluorobenzyl)-8-hydrox 
g 20 l,6-naphthyridine-7-carboxamide; \ 

□ \ 

Q N-l-(7-{[(4-fluorobenzyl)arriino]carbonyl}-8-hydroxy-l,6-naphthyridin-5-yl)-N-l-,N- 
N' 2-,N-2-trimethylethanediamide ; 




25 A^-(4-fluorobenzyl)-5-(2,6-dioxohexahydropyrimidin-^-yl)-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

5-(l,3-dimethyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4^^uorobenzyl)-8- 
hydroxy[l,6]-naphthyridine-7-carboxamide; 



30 



5-(l-methyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4-fluorobe^jzyl)-8-hydroxy[l,6]- 
naphthyridine-7-carboxamide; 
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\ 

5-(3-nmhyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4-fluorobenzyl)-8-hydroxy[l,^^ 
n aph th yndi ne-7 -c arbox ami de ; 

A^-(4-fluorobmzyl)-8-hydroxy-5-(5-oxo-l,4-thiazepan-7-yl)[l,6]napht^ 



5 carboxamide; 

A^-(4-fluorobenzyl)A8-hydroxy-5-(l-oxido-5-oxo-l,4-thiazepan-7-yl)- 
[ 1 ,6]naphthyridine-7\arboxamide; 

10 A/^-(4-fluorobenzyl)-8-hyak>xy-5-(l J-dioxido-5-oxo-l,4-thiazepan-7-yl)[l^^ 
n aph th yri di ne-7 -c arbox ami ae ; 

N-(4-fluorobenzyl)-5-{[2-(dime!faylamino)-2-oxoethyl]sulfanyl}-8-hydroxy- 
[l,6]napth yri dine-7 -carboxamide; 



"^i 15 



m A^-(4-fluorobenzyl)-5-[2-(dimethylamin^)-2-oxoethoxy]-8-hydroxy-[l,6]napthyridine- 
■J'S 7-carboxamide; 



H' 7V-(4-fluorobenzyl)-5-{ [2-(dimethylamino)-2\pxoethyl](methylsulfonyl)amino }-8- 

n 20 hydroxy-[l,6]napth yri dine-7 -carboxamide; 



A^-(4-fluorobenzyl)-5-[3-(dimethylarriino)-3-oxopropyl]-8-hydroxy-[l,6]napthyridine- 
7-carboxamide; 

25 //-(4-fluorobenzyl)-5-[(l£)-3-(dimethylamino)-3-oxo-l-^ropenyl]-8-hydroxy- 
[1 ,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-[2-(3-oxo-l-piperazinyl)ethyl]-8-hydro^\y-[l,6]napthyridine-7- 
carboxamide; 



30 



?/-(4-fluorobenzyl)-5-[2-(2-oxo-l-imidazolidinyl)ethyl]-8-hydroxy\[l,6]napthyridine- 
7-carboxamide; 
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//-(4-flW)robenzyl)-5-[2-(2-oxo-l-piperazinyl)ethyl]-8-hydroxy-[^ 
carboxamkle; 

5-(l J-dioxidaU,2-thiazinan-2-yl)-A^-(4-fluorobenzyl)-8-hydroxy-l,6-naphthyri 
5 7-carboxamide; 

5-(l J-dioxidoisothi^olidin-2-yl)-A^-(4-fluorobenzyl)-8-hydroxy-l,6-riaphthyridine- 
carboxamide; 



10 A^-(4-fluorobenzyl)-8-hydro^y-5-[methyl(methylsulfonyl)arnino]-l,6-naphthyridine- 
carboxamide; 



ffii 

I . i 



Mi 



15 



20 



30 



5-[acetyl(methyl)amino]-A^-(4-flu^robenzyl)-8-hydroxy-l,6-naphthyridine-^ 
carboxamide; 

5-[[(dimethylamino)carbonyl](methyl)aijiino]-A^-(4-fluorobenzyl)-8-h 
naphthyridine-7 -carboxamide; 

N-(4-fluorobenzyl)-6-hydroxy-3-methyl-l-(2'^morpholin-4-ylethyl)-2-oxo-2,3- 
dihydro-lH-pyrimido[4,5,6-de]-l,6-naphthyridiTie-5-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-thiomorpholin-^yl- 1 ,6-napht^ 
carboxamide; 



25 5-(l,l-dioxidothiomorpholin-4-yl)-A^-(4-fluorobenzyl)-8^ydroxy-l,6-naphthyridine 
7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-(4-methyl-3-oxopiperazin-l^l)-l,6-naphthyridine- 
carboxamide; 




l-(7-{ [4-fluorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridi|i-5-yl-L- 
prolinamide; 
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N-(4-fluorobOTzyl)-8-hydroxy-5-(2-oxotetrahydropyrimidin-l(2//)-yl)-l,^ 
naphthyridine-7V:arboxamide; 



line-?*^^h 



A^-(4-fluorobenzyl)-^-hydroxy-5-(2-oxoimidazolidin-l-yl)-l,6-naphthyridine-7- 
carboxamide; 

N-7-(4-fluorobenzyl)-8-h\droxy-A^ 5, N 5-dimethyl-l,6-naphthyridine-5,7- 
dicarboxamide; 




A^'-7-(4-fluorobenzyl)-8-hydroxy~A^ 5-isopropyl-N 5-methyl-l,6-naphthyridine-5,7- 
dicarboxamide; 

/v^_7-(4_fluorobenzyl)-8-hydroxy-A^^-(2-morpholin-4-ylethyl)-l,6-naphthyridine- 
dicarboxamide; 

N 5-[2-(dimethylamino)-2-oxoethyl]-/>/ 7^(4-fluorobenzyl)-8-hydroxy-A^ 5-methyl-l,6- 
naphthyridine-5,7-dicarboxamide; 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-4-oxo-l,2)5-thiadiazepan-2-yl)-8-hydroxy- 
[ 1 ,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-(l J-dioxido-5-methyl-4-oxcj-l,2,5-thiadiazepan-2-yl)-8- 
hydroxy-[l,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-5-ethyl-4-oxo-l,2,5-thiadiazepan-2-yl)-8-hydroxy- 
[ 1 , 6] n apt hyri di ne-7 -c arbox ami de ; 

N-(4-fluorobenzyl)-5-(l,l-dioxido-l,5,2-dithiazepan-2-yl5^8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

//-(4-fluorobenzyl)-5-(l,l,5,5-tetraoxido-l,5,2-dithiazepan-2-5;'l)-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 
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A^-(^fluorobenzyl)-5-(l,4-dimethyl-7-oxo-l,4-diazepan-5-yl)-8-hydroxy-[l,6]- 
napthyndine-7-carboxamide; 

A^-(4-fluoroD^zyl)-5-(l-methyl-7-oxo-l,4-diazepan-5-yl)-8-hydro 
napthyridine-7\arboxamide; 

A^-(4-Fluorobenzyl)-^(7-oxo-l,4-diazepan-5-yl)-8-hydroxy-[l,6]-napthyridine-7- 
carboxamide \ 

A^-(4-fluorobenzyl)-5-[4-(mediylsulfonyl)thiomorpholin-2-yl]-8-hydroxy- 
[l,6]napthyridine-7-carboxa]Tuxie; 

A^-(4-fluorobenzyl)-5-[4-(methylsut^pnyl)-l-oxidothiomorpholin-2-yl]-8-hydroxy- 
[ 1 ,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-[4-(methylsulfonyl)-1^J-dioxidothiom 
[ 1 ,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-(2- Acetyl- l-methylpyrazoll^in-3-yl)-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-l,2,5-thiadiazepan-2Syl)-8-hydroxy- 
[ 1 ,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-[5-(methylsulfonyl)-14-dioxv^do-l,2,5-tW 
2-yl]-l,6-naphthyridine-7-carboxaniide; 

//-(4-fluorobenzyl)-8-hydroxy-5 (6-methyl- 1 , 1 -dioxido- 1 ,2,6-thiad^zinan-2yl)- 1 ,6- 
naphthyridine-7-carboxamide; 



A^-(4-fluorobenzyl)-8-hydroxy-5-{methyl[(l-methyl-l//-imidazol-4- 
yl)sulfonyl]amino}-l,6-naphthyridine-7-carboxamide; 
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A^-[4^uoro-2-(methylsulfonyl)benzyl]-8-hydroxy-5-{methyl[ 
4-yl)sulfonyl]amino}-l,6-naphthyridine-7-carboxamide; 

N-7-[4-fluorW2-(methylsulfonyl)benzyl]-8-hydroxy-N-5-,N-5-dim 
naphthyridine^,7-dicarboxamide; 



A^-[4-fluoro-2-(memylsulfonyl)benzyl]-8-hydroxy-5-(l J-dioxido-l,2-thiazinan-2^^^ 
1 ,6-naphthyridine-7^arboxamide 

10 A^-(2-(methylsulfonyl)beWzyl)-5-( 1 , 1 -dioxido- 1 ,2-thiazinan-2-yl)-8-hydroxy- 1 ,6- 
naphthyridine-7-carboxarmde; 



hi 

m 
w 



: : 



15 



20 



N-(2-[(dimethylaminosulfonylv4-fluorobenzyl)-5-(14-dioxido-l,2-thia^^ 
hydroxy- 1 ,6-naphthyridine-7-ca*boxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-(l^ethyl-5-oxopyiTolidin-3-yl)-l,6-naphthyridine- 
7-carboxamide; 

and pharmaceutically acceptable salts the^>eof. 

22. A compound according;^ to claim 21, which is a compound 
selected from the group consisting of 



l-(7-{ [(4-fluorobenzyl)amino]carbonyl}-8-hydrox^-l,6-naphthyridin-5-yl)-4- 
25 methylpiperazine; 

l-(7-{[(4-fluorobenzyl)aniino]carbonyl}-8-hydroxy-l,Vnaphthyridin-5-yl)piperazine; 

A^-(3,5-dichlorobenzyl)-5-(4-formylpiperazin-l-yl)-8-hyd\pxy-l,6-naphthyridine-7- 
30 carboxamide; 



N-(3 ,5-dichlorobenzy l)-5- { 4- [2-(formylamino)ethy l]piperazin\l -yl } -8-hydroxy- 1 ,6- 
naphthyridine-7 -carboxamide; 
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a' 



N-(3,5-diS:hlorobenzyl)-8-hydroxy-5-[4-(pyridin-2-ylmeth^ 
naphthyridni^-7-carboxamide; 

[(3,5-diclilorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5-yl)-^^ 
oxo-2-pyrrolidin-l\ylethyl)piperazine; 



\ 



[(3,5-dichlorobei\zyl)amino]carbonyl }-8-hyd^oxy-l,6-naphthyridin-5- 
yl)piperazine; 

10 2-(7-{[(3,5-dichlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5- 
yl)octahydropyrrolo [ 1 ,2-a]py razine ; 

^^^'^ N-(3,5-dichlorobenzyl)-8-hydroxy^5-(l,4,6,7-tetrahydro-5//-pyrazolo[4,3-c]pyridin-5- 
•C) \ 
yl)- 1 ,6-naphthyridine-7-carboxamide* 

'''^i 15 

P'i N-(3,5-dichlorobenzyl)-8-hydroxy-5-{ [4V3-methyl-2-oxoimidazolidin-l- 

Ul yl)phenyl] amino }-l,6-naphthyridine-7-carbox amid 

\ 

H' 5-[3-(aminocarbonyl)piperidin-l-yl]-A^-(3,5-difehlorobenzyl)-8-hydroxy-l,6- 
20 naphthyridine-7-carboxamide; 



N-(3,5-dichlorobenzyl)-8-hydroxy-5-(4-pyrrolidin-l^ylpiperidin-l-yl)-l,6- 
naphthyridine-7-carboxamide; 

25 N-(3,5-dichlorobenzyl)-8-hydroxy-5-[(2-morpholin-4-ylejhyl)amino]-l,6- 
naphthyridine-7-carboxamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-(4-methylpiperazin-l-yr)^l,6-naphthyridine-7- 
carboxamide; 



30 



8-hydroxy-6-methyl-[l,6]naphthyridine-7-carboxylic acid 3,5-diclT^o-benzylamide; 

N-(3,5-dichlorobenzyl)-8-hydroxy-5-[4-(pyrimidin-2-ylamino)piperid^n-l-yl]-l,6- 
naphthyridine-7-carboxamide 
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-(3,5-dichlorobenzyl)-8-hydroxy-5-[(3-morpholin-4-ylpropyl)amino]-l,^ 
^1^^ nap^hyridine-7-carboxamide; 

A 5 N-(3,5-ak;hlorobenzyl)-8-hydroxy-5-[(2-moipholin-4-yl-2-pyridin-3-ylethyl)amino]- 

1 ,6-naphtnVridine-7-carboxamide; 

2-{2-[(7-{[(3,5Sdichlorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5- 
yl)(methyl)amino3ethyl } pyridine; 



10 



N-(3,5-dichlorobenzyb)-8-hydroxy-5-(4-pyridin-2-ylpiperazin-l-yl)-l,6- 
naphthyridine-7-carbox^mide; 



a!i and pharmaceutically acceptable salts thereof 



15 



\ 



Hi 23. A compound according to claim 21, which is a compound 

^J^i selected from the group consisting^f 



N' 5-[[2-(dimethylamino)-2-oxoethyl](methyl)amino]-N-(4-fluorobenzyl)-8-hydroxy- 
i^; 20 1 ,6-naphthyridine-7-carboxamide; 

■'^^^ N- 1 -(7- { [(4-fluorobenzyl)amino]carbonyl } -S-n^ydroxy- 1 ,6-naphthyridin-5-yl)-N- 1 -,N- 

2-,N-2-trimethylethanediamide ; 





25 A^-(4-fluorobenzyl)-5-(2,6-dioxohexahydropyrimidin-|-yl)-8-hydroxy- 
[ 1 ,6]napthyridine-7-carboxamide; 




5-(l,3-dimethyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4-fluorobenzyl)-8- 
hydroxy[l,6]-naphthyridine-7-carboxamide; 



30 




5-(l-methyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4-fluorobenzyl)-8-hydroxy[l,6]- 
naphthyridine-7-carboxamide; 
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r(3-methyl-2,6-dioxohexahydro-4-pyrimidinyl)-N-(4-fluorobenzyl)-8-hydroxy[l,^ 
naphthyridine-7-carboxamide; 



ft' 



A^-(4-fluVobenzyl)-8-hydroxy-5-(5-oxo-l,4-thiazepan-7-yl)[l,^^ 
^^g^^jt^ ^ carboxamihQ; 

//-(4-fluorobenz5d)-8-hydroxy-5-(l-oxido-5-oxo-l,4-thiazepan-7-yl)- 
[1 ,6]naphthyridine^7-carboxamide; 



10 A^-(4-fluorobenzyl)-8-hydroxy-5-(l,l-dioxido-5-oxo-l,4-thiazepan-7-yl)[l,6]- 

—\ 

7V-(4-fiuorobenzyl)-5-{[2-(dimethylamino)-2-oxoethyl]sulfanyl}-8-hydroxy- 
?£i [l,6]napthyridine-7-carboxamide; 



^1 



15 



i^i A^-(4-fluorobenzyl)-5-[2-(dimethylarrdnQ)-2-oxoethoxy]-8-hydroxy-[l,6]napthyridine 
^J*^ 7-carboxainide; 



H» A^-(4-fluorobenzyl)-5-{[2-(dimethylamino)-2-<^oethyl](methylsulfonyl)amin^ 
20 hydroxy-[l,6]napthyridine-7-carboxamide; 



A^-(4-fluorobenzyl)-5-[3-(dimethylamino)-3-oxopropyl]-8-hydroxy-[l,6]napthyri 
7-carboxamide; 

25 A^-(4-fluorobenzyl)-5-[(l£)-3-(dimethylamino)-3-oxo-l-pro^enyl]-8-hydroxy- 
[ 1 ,6]napthyridine-7-carboxamide; 




30 



N-(4-fluorobenzyl)-5-[2-(3-oxo-l-piperazinyl)ethyl]-8-hydroxy-[1^6]napthyridine-7- 
carboxamide; 

N-(4-fluorobenzyl)-5-[2-(2-oxo-l-imidazolidinyl)ethyl]-8-hydroxy-[l,63napthyridine- 
7-carboxainide; 
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c(4-fluorobenzyl)-5-[2-(2-oxo-l-piperazinyl)ethyl]-8-hydroxy-[l,6]napthyridin 
caroi^amide; 

5-( 1 J -dio5ddo- 1 ,2-thiazinan-2-yl)-A^-(4-fluorobenzyl)-8-^^ 
7-carboxamii4e; 

5-(l,l-dioxidoiso^iazolidin-2-yl)-A^-(4-fluorobenzyl)-8-hydroxy-l,6-naphthyridine- 
carboxamide; 

A(-(4-fluorobenzyl)-8-hyd^xy-5-[methyl(methylsulfonyl)amino]-l,6-naphth 
carboxamide; 

5-[acetyl(methyl)amino]-A^-(4-flufe^obenzyl)-8-hydroxy-l,6-naphthyridine-7- 
carboxamide; 

5-[[(dimethylamino)carbonyl](methyl)aniqio]-A^-(4-fluorobenzyl)-8-hydroxy-l,6- 
naphthyridine-7 -carboxamide; 

N-(4-fiuorobenzyl)-6-hydroxy-3-methyl-l-(2-m^holin-4-ylethyl)-2-oxo-2,3- 
dihydro-lH-pyrimido[4,5,6-de]-l,6-naphthyridine^carboxamide; 

A/^-(4-fluorobenzyl)-8-hydroxy-5-thiomorpholin-4-yl-l,o^naphthyridine- 
carboxamide; 

5-(14-dioxidothiomorpholin-4-yl)-A^-(4-fluorobenzyl)-8-hydr^y-l,6-naphthyri 
7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-(4-methyl-3-oxopiperazin-l-yl)-l,^^^aphthyridine- 
carboxamide; 



l-(7-{[4-fluorobenzyl)amino]carbonyl}-8-hydroxy-l,6-naphthyridin-5-yl- 
prolinamide; 
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V-(4-fluorobenzyl)-8-hydroxy-5-(2-oxotetrahydropyrimidin-l(2^-yl)-l,6- 
nayithyridine-7-carboxainide; 

A^-(4-n^orobenzyl)-8-hydroxy-5-(2-oxoimidazolidin-l-yl)-l,6-naphthyridine-7 
carboxandde; 

7V_7_(4_fluorobenzyl)-8-hydroxy-A^ 5, N 5-dimethyl-l,6-naphthyridine-5,7- 
dicarboxamidA 

7-(4-fluorobenz^-8-hydroxy-N 5-isopropyl-A/^ 5-methyl-l,6-naphthyridine-5,7- 
dicarbox amide; \ 

7-(4-fluorobenzyl)-8-hydroxy-A^ 5-(2-morpholin-4-ylethyl)-l,6-naphthyridine-5,7- 
dicarboxamide; \ 

N 5-[2-(dimethylamino)-2-oxoethyl]-A^ 7-(4-fluorobenzyl)- 8 -hydroxy 5 -methyl- 1,6- 
naphthyridine-5,7-dicarboxamide\ 

A^-(4-fluorobenzyl)-5-(l J-dioxido-4-OTo-l,2,5-thiadiazepan-2-yl)-8-h 
[l,6]napthyridine-7-carboxamide; \ 

and pharmaceutically acceptable salts thereof 

24. A compound according tAclaim 21, which is a compound 
selected from the group consisting of \ 

A^-(4-fluorobenzyl)-5-(l , l-dioxido-5-methyl-4-oxo- 1 ,\5-thiadiazepan-2-yl)-8- 
hydroxy-[l,6]napthyridine-7-carboxamide; \ 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-5-ethyl-4-oxo-l,2,5-thi£^iazepan-2-yl)-8-hydr 
[l,6]napthyridine-7-carboxamide; \ 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-l,5,2-dithiazepan-2-yl)-8-hyaroxy- 
[l,6]napthyridine-7-carboxamide; \ 
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A^-(4*^uorobenzyl)-5-(14,5,5-tetraoxido-l,5,2-dithiazepan-2-yl)-8-hyd^ 
[l,6]napthyridine-7-carboxamide; 

A^-(4-fluorabenzyl)-5-(l,4-dimethyl-7-oxo-l,4-diazepan-5-yl)-8-hydrox 
napthyridine-^carboxamide; 



m 



A^-(4-fiuorobenzylV5-(l-methyl-7-oxo-l,4-diazepan-5-yl)-8-hydroxy-[l,6]- 
napthyridine-7-carbo^ amide; 

10 

N-(4-Fluorobenzyl)-5-(7^^xo-l,4-diazepan-5-yl)-8-hydroxy-[l,6]-napthyridine-7- 
carboxamide 

A^-(4-fiuorobenzyl)-5-[4-(meth>^isulfonyl)thiomoq)holin-2-yl]-8-hydro 
15 [l,6]napthyridine-7-carboxainide;^ 

A^-(4-fluorobenzyl)-5-[4-(methylsulfo^l)-l-oxidothiomorpholin-2-yl]-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

20 A^-(4-fluorobenzyl)-5-[4-(methylsulfonyl)-l\-dioxidothiomorpholin-2-yl]-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-5-(2-Acetyl-l-methylpyrazoli^n-3-yl)-8-hydroxy- 
[l,6]napthyridine-7-carbox amide; 

25 

A^-(4-fluorobenzyl)-5-(l,l-dioxido-l,2,5-thiadiazepan-2\yl)-8-hydroxy- 
[l,6]napthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-[5-(methylsulfonyl)-14-did^^ido-l,2,5-thiad 
30 2-yl]-l ,6-naphthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5(6-methyl-l,l-dioxido-l,2,6-thia^azinan-2yl)-l,6- 
naphthyridine-7-carboxamide; 
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M^4-fluorobenzyl)-8-hydroxy-5-{ methyl [(1 -methyl -l//-imidazol-4- 
yl)sfedfonyl]amino } - 1 ,6-naphthyridine-7-carboxamide; 

A^-[4-flubro-2-(methylsulfonyl)benzyl]-8-hydroxy-5-{methyl[(l-methyl-l//-im 
4-yl)sulfoiwl]amino}-l,6-naphthyridine-7-carboxamide; 

A^-7-[4-fluoro^-(methylsulfonyl)benzyl]-8-hydroxy-N-5-,N-5-dimethyl-l,6- 
naphthyridine-5X-dicarboxamide; 

N-[4-fluoro-2-(methyj^ulfonyl)benzyl]-8-hydroxy-5-( 1 , 1 -dioxido- 1 ,2-thiazinan-2-yl)- 
1 ,6-naphthyridine-7-carvboxamide 

N-(2-(methylsulfonyl)benz5d)-5-(l 4 -dioxido- 1,2-thiazinan 
naphthyridine-7-carboxamidei^ 

N-(2-[(dimethylaminosulfonyl]-4^uorobenzyl)-5-(l,l-dioxido-l,2-thiazinan-2-yl)-8- 
hydroxy- 1 ,6-naphthyridine-7-carboxamide; 

A^-(4-fluorobenzyl)-8-hydroxy-5-(l-methyl-5-oxopyrrolidin-3-yl)-l,6-n 
7-carboxamide; \ 

and pharmaceutically acceptable salts thereofX 

25. A pharmaceutical compositipn comprising a therapeutically 
effective amount of a compound according to clainm , or a pharmaceutically 
acceptable salt thereof, and a pharmaceutically acceprable carrier. 

26. A method of inhibiting HIV integr^e in a subject in need 
thereof which comprises administering to the subject a therapeutically effective 
amount of the compound according to claim 1 or a pharmaceutically acceptable salt 
thereof. \ 

27. A method for preventing or treating infecticm by HIV or for 
preventing, treating or delaying the onset of AIDS in a subject in ne^ed thereof which 
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compmes administering to the subject a therapeutically effective amount of the 
compound according to claim 1 or a pharmaceutically acceptable salt thereof. 

\ 28. The method according to claim 27, wherein the compound is 
administered ina:ombination with a therapeutically effective amount of at least one 
HIV infection/ ATOS treatment agent selected from the group consisting of HIV/ AIDS 
antiviral agents, imkiunomodulators, and anti-infective agents. 

29. me method according to claim 27, wherein the compound is 
administered in combination with a therapeutically effective amount of at least one 
antiviral selected from the group consisting of HIV protease inhibitors, non- 
nucleoside HIV reverse transopptase inhibitors and nucleoside HIV reverse 
transcriptase inhibitors. 

30. A method ofVihibiting HIV integrase in a subject in need 
thereof which comprises administerii^ to the subject a therapeutically effective 
amount of the composition according tou:laim 25. 

31. A method for preventing or treating infection by HIV or for 
preventing, treating, or delaying the onset ofVlDS in a subject in need thereof which 
comprises administering to the subject a therapeutically effective amount of the 
composition according to claim 25. 

32. A pharmaceutical compositio\^which comprises the product 
prepared by combining an effective amount of a compound of claim 1, or a 
pharmaceutically acceptable salt thereof, and a pharmaceutically acceptable carrier. 




33. A combination useful for inhibiting HIV integrase, for treating 
or preventing infection by HIV, or for preventing, treating oi^elaying the onset of 
AIDS, which is a therapeutically effective amount of a compound according to claim 
1, or a pharmaceutically acceptable salt thereof, and a therapeutically effective 
amount of an HIV infection/ AIDS treatment agent selected from the group consisting 
of HIV/ ADDS antiviral agents, immunomodulators, and anti-infectiVe agents. 
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34. The combination according to claim 33, wherein the HIV 
infect^»Qn/AIDS treatment agent is an antiviral selected from the group consisting of 
HIV proDsase inhibitors, non-nucleoside HIV reverse transcriptase inhibitors and 
nucleoside tJIV reverse transcriptase inhibitors. 

3\ A method of inhibiting HIV integrase, for preventing or 
treating infection l\ HIV or for preventing, treating or delaying the onset of AIDS in 
a subject in need thereof, which comprises administering to the subject a 
therapeutically effective^mount of a compound of Formula (I- A): 



R 



W 
Hi 

m 



10 



15 



20 



25 




^ 



(I-A); 



wherein A is phenyl or phenyl fused to a caiJ»ocycle to form a fused carbocyclic ring 
system; 

A is substituted by Rl, R2, r3, and R4; 

L is a linker connecting a ring atom of A to the nitroge^ of the -N(R5)- moiety, 
wherein L is 

a single bond, 
-(Ci-6 alkyl)-, 
-(C2-6 alkenyl)-, 

-(CO-6 alkyl)-(C3.6 cycloalkyl)-(Co-6 a%l)-, or 



(i) 
(ii) 
(iii) 
(iv) 

(V) 



-(Co-6 alkyl)-M-(Co-6 alkyl)-, wherein Mis -N(Ra)-, 
-0C(=0)-, or -C(=0)0-; wherein the alkenyl in (iii) and the alkyls m (ii), (iv), and (v) 
are independently and optionally substituted with 1, 2, or 3 substituents independently 
selected from the group consisting of halogen, -OH, -Ci-6 alkyl, -0-C\-6 alkyl, 
-C02Ra, -C02(CH2)l-2Rk, -Ci-6 alkyl-ORa -Rk, -(CH2)l-2Rk, -CH^Ra)-Rk, and 
-CH(N(Ra)2)-Rk; 
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each ofvQl, Q2, q3^ and Q4 is independently: 

-H, 

-Ci-6 alkyl, 
-Ci-6 haloalkyl, 
-O-Ci-6 alkyl, 
-O-Ci-6 haloalkyl, 
halo, 




-ai-6 alkyl-ORa, 
10 (9) -CoSe alkyl-C(=0)Ra 

-C0-6^alkyl-CO2Ra, 
-Co-6 alkyl-SRa, 
-N(Ra)2\ 
-Ci.6 alkyft^(Ra)2, 
15 (14) -Co-6 alkyl-G^=0)N(Ra)2, 



X! N(Ra), orN(S02Ra), 



Co-6 alkyl-G-€i-6 alkyl-C(=0)N(Ra)2, wherein G is O, S, 



(16) -N(Ra)-C(Ra)=0,\ 



!=* (17) -Ci-6 alkyl-N(Ra)-GXRa)=0, 

g 20 (18) -C(=O)-N(Ra)-Ci.6Wyl-[C(=O)]0-l-N(Ra)2, 

3 (19) -C(=0)-N(Ra)-Gi-6 alkyl substituted with 1 or 2 -ORa, 

S (20) -Co-6 alkyl-S02Ra, 

(21) -Co-6 alkyl-N(Ra)S02Ra,^ 

(22) -C2-6 alkenyl, 
25 (23) -C2-6 alkenyl-C(=0)-N(Ra)2,\ 

(24) -C2-5 alkynyl, 

(25) -C2-5 alkynyl-CH2N(Ra)2, 

(26) -C2-5 alkynyl-CH20Ra, 

(27) -C2-5 alkynyl-CH2S(0)n-Ra, or 

NR^ 
.A..„a, 



30 (28) R' 



Na N(R'')2 
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(UnJi 
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M 



15 



20 



25 
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(29 
(30) 
(31) 
(32) 
(33) 
(34) 
(35) 
(36) 
(37) 
(38) 
(39) 

(40) 
(41) 
(42) 
(43) 
(44) 
(45) 
(46) 
(47) 
(48) 
(49) 
(50) 
(51) 
(52) 
(53) 



(54) 
(55) 
(56) 
(57) 
(58) 
(59) 



R 

OH 

NR^ 

-C(=NRa)-N(Ra)2, 
I(Ra)-Ci.6 alkyl-S(0)nRa, 
-Ci-6 alkyl-ORa 
-Ci.6alkyl-N(Ra)2, 

-6 alkyl-N(Ra)-C(Ra)=0, 
-N(Ra)3Co-6 alkyl-[C(=0)] i.2N(Ra)2, 
-N(Ra)-Oi 6 alkyl-C02Ra, 
-N(Ra)C(=(&)N(Ra)-Ci-6alkyl-C(=0)N(Ra)2, 
-N(Ra)C(=o\ci-6 alkyl-N(Ra)2, 
-N(Ra)-S02-rV^)2, 
-Rk, 

-Ci_6 alkyl substituted with Rk, 
-Ci-6 haloalkyl sub^ituted with Rk 
-C2-5 alkenyl-Rk, 
-C2-5 alkynyl-Rk, 
-Co-6 alkyl-O-Rk, 
-Co-6 alkyl-O-Ci-6 alkyl-Rk, 
-Co-6 alkyl-S(0)n-Rk, \ 
-Co-6 alkyl-S(0)n-Ci-6 alkylV^^, 
-O-Ci-e alkyl-ORk, 
-O-Ci.6 alkyl-0-Ci_6 alkyl-Rk/ 
-O-Ci-6 alkyl-S(0)nRk, 
-Co-6 alkyl-N(RC)-Rk, 

-Co-6 alkyl-N(Rc)-Ci-6 alkyl substituted with one or two Rk 
groups, 

-Co-6 alkyl-N(Rc)-Ci.6 alkyl-ORk, 
-Co-6 alkyl-C(=0)-Rk, 
-Co-6 alkyl-C(=0)N(Ra).Rk, 
-CO-6 alkyl-N(Ra)C(=0)-Rk, 
-Co-6 alkyl-C(=0)N(Ra)-Ci.6 alkyl-Rk, or 
-Co-6 aIkyl-N(Ra)-Co-6 alkyl-S(0)nRk; 
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"R1 and R2 is independently: 

.(1) -H, 

-Ci-6 alkyl, 
-Ci-6 haloalkyl, 
-O-Ci-6 alkyl, 
-O-Ci-6 haloalkyl, 
iOH 

Mo, 



(4) 
(5) 
(6) 
(7) 
(8) 

(9) 
(10) 

(11) 
(12) 

(13) 
(14) 
(15) 
(16) 
(17) 
(18) 
(19) 
(20) 
(21) 
(22) 
(23) 
(24) 
(25) 
(26) 
(27) 
(28) 

(29) 
(30) 

(31) 
(32) 



-CN,\ 

-Ci.6\lkyl-ORa, 
-Co-6 akyl-C(=0)Ra, 
-Co-6 allc^J-C02Ra, 
-Co-6 alkyl^Ra, 
-N(Ra)2. ^ 
-Ci-e alkyl-N^a)2, 
-Co-6 alkyl-C(=b)N(Ra)2, 
-Ci.6 alkyl-N(Ra5uC(Ra)=0, 
-S02Ra, 
-N(Ra)S02Ra, 
-C2-5 alkenyl, \ 
-O-Ci-6 alkyl-ORa, >^ 
-O-Ci-6 alkyl-SRa, 
-0-Ci_6 alkyl-NH-C02Ra^ 
-0-C2-6 alkyl-N(Ra)2, 
-N(Ra)-Ci-6 alkyl-SRa, 
-N(Ra)-Ci.6 alkyl-ORa, 
-N(Ra)-Ci.6 alkyl-N(Ra)2, 
-N(Ra)-Ci-6 alkyl-N(Ra)-C(Ra)=0^ 
-Rk, 

-Ci_6 alkyl substituted with 1 or 2 RkVroups, 
-Ci-6 haloalkyl substituted with 1 or 2^k groups, 
-C2-5 alkenyl-Rk, 
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-C2-5 alkynyl-Rk, 
-O-Rk, 

-O-Ci-6 alkyl-Rk, 
-S(0)n-Rk, 
5(0)n-Ci.6 alkyl-Rk 
-Ci.6 alkyl-ORk, 

1-6 alkyl-O-Ci.6 alkyl-Rk, 
-O-ai-6 alkyl-S(0)nRk, 
-Ci-Aalkyl (ORb)(Rk) , 
-Ci-6 Vyl (ORb)(-Ci.6 alkyl-Rk) , 
-CO-6 aVyl-N(Rb)(Rk), 
-Co-6 alAl-N(Rb)(-Ci.6 alkyl-Rk), 
-Ci.6 alky\s(0)n-Rk, 
-Ci.6 alkyl\(0)n-Ci-6 alkyl-Rk 
-Co-6 alkyl Cto)-Rk, or 
-Co-6 alkyl C(©)-Ci.6 alkyl-Rk, 



each of r3 and R4 is independemly 





(1) 


-H, \ 


20 


(2) 


halo, \ 




(3) 


-CN, \ 




(4) 


-N02, \ 




(5) 


-OH, \ 




(6) 


Ci-6 alkyl, \ 


25 


(7) 


Ci-6 haloalkyl, \ 




(8) 


-O-Ci.6 alkyl, \ 




(9) 


-O-Ci.6 haloalkyl, \ 




(10) 


-Ci.6 alkyl-ORa \ 




(11) 


-Co-6 alkyl-C(=0)Ra, \ 


30 


(12) 


-Co-6 alkyl-C02Ra, > 




(13) 


-Co-6 alkyl-SRa, 




(14) 


-N(Ra)2, 




(15) 


-Ci-6 alkyl-N(Ra)2, 




(16) 


-Co-6 alkyl-C(=0)N(Ra)2, 
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IS 



10 




15 



(1) 
(2) 



(3) 



(4) 



-S02Ra, 
-N(Ra)S02Ra, 
-C2-5 alkenyl, 
-O-Ci.6 alkyl-ORa, 
-O-Ci-6 alkyl-SRa, 
-O-Ci-6 alkyl-NH-C02Ra, or 
-0-C2-6 alkyI-N(Ra)2; 



-Ci-^lkyl, optionally substituted with from 1 to 5 substituents 
independently selected from halogen, -O-Ci-6 alkyl, -O-Ci-6 
haloalkyVN(Ra)2, and -C02Ra; 

aryl optionally substituted with from 1 to 5 substituents 
independentl\selected from halogen, Ci.6 alkyl, Ci-g 
haloalkyl, -O-Qi _6 alkyl, -O-Ci-fi haloalkyl, -S-Ci-6 alkyl, 

-CN, and -OH, or 
-Ci-6 alkyl substituted with Rk; 



20 each Ra is independently -H, -Ci-g alkyl, or iCi-6 haloalkyl; 





(1) 


-H, 




(2) 


-Ci.4 alkyl, 


25 


(3) 


-Ci-4 haloalkyl. 




(4) 


-Rk, 




(5) 


-C2-3 alkenyl. 




(6) 


-Ci_4 alkyl-Rk, 




(7) 


-C2-3 alkenyl-Rk, 


30 


(8) 


-S(0)n-Rk, or 




(9) 


-C(0)-Rk; 



each Rc is independently 
(1) -H, 
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-Ci-6 alkyl, 

-Ci-6 alkyl substituted with -N(Ra)2, or 

-Ci_4 alkyl-aryl, wherein aryl is optionally substituted with 1 to 
5 substituents independently selected from halogen, Ci_6 alkyl, 
Ci-6 haloalkyl, -O-Ci-6 alkyl, -O-Ci-6 haloalkyl, -S-Ci_6 
alkyl, -CN, and -OH; 

each Rk is independentlw;arbocycle or heterocycle, wherein the carbocycle and 
heterocycle are unsubstiturfcd or substituted with from 1 to 5 substituents each of 
10 which is independently seleoted from 







(a) 








(b) 








(c) 


-Ci.6 hal(mlkyl, 


\ ^\ 




(d) 


-O-Ci-6 all^J, 


si 


15 


(e) 


-O-Ci.6 haloalkyl, 


m 




(f) 


-S-Ci.6 alkyl, \ 


m 
\M 




(g) 


-CN, \ 








-OH, \ 






(i) 


oxo, \ 


: 


20 


(j) 


-CO-6 alkyl-C(=0)N(&ia)2, 






(k) 


-Co-6 alkyl-C(=0)Ra, \ 


p 




(1) 


-N(Ra)-C(=0)Ra, \ 






(m) 


-N(Ra)-C02Ra, \ 






(n) 


-Ci-6 alkyl-N(Ra)-C(=0)R£\ 




25 


(o) 


-N(Ra)2, \^ 






(P) 


-Ci.6 alkyl-N(Ra)2, 






(q) 


-Ci.6 alkyl-ORa 






(r) 


-Co-6 alkyl-C02Ra, 






(s) 


-Co-6 alkyl-O-Ci-6 alkyl-ORa, 




30 


(t) 


-S02Ra 






(u) 


-S02N(Ra)2, 






(V) 


-Co-6 alkyl-C02-C2-5 alkenyl. 






(w) 


aryl. 






(X) 


aryloxy-. 



0! 




-441 - 




-Ci-4 alkyi substituted with aryl, 
heteromonocycle, 

-Ci_4 alkyl substituted with a heteromonocycle, 
^heteromonocyclylcarbonyl-Co-6 alkyl-, and 
i«-heteromonocyclyl-N-Ci_6 alkyl-amino-; 
wherein the aryl group in (w) aryl, (x) aryloxy, and (y) -Ci-4 

alkyl substiUited with aryl, is optionally substituted with from 1 to 4 
substituents independently selected from halogen, Ci-6 alkyl, -O-Ci-6 
alkyl, Ci_6 al%l substituted with N(Ra)2, Ci-6 haloalkyi, and -OH; 
and 

wherein th^^heteromonocyclyl group in (z) heteromonocycle, 
(aa) -Ci-4 alkyl substituted with a heteromonocycle, 

(bb) heteromonocycly^-carbonyl-Co-6 alkyl-, and (cc) N- 
heteromonocyclyl-N-Qi_6 alkyl-amino- is optionally substituted with 
from 1 to 4 substituents\ndependently selected from halogen, Ci_6 
alkyl, -O-Ci-6 alkyl, Ci-g. haloalkyi, oxo, and -OH; and 



each n is independently an integer equal to 1 or 2; 

or a pharmaceutic ally acceptable salt thereof. 

36. The method according to claim 35, wherein the compound is 
selected from the group consisting of: 

benzyl 8-hydroxyquinoline-7-carboxamide; 

1- Methyl-3-phenylpropyl 8-hydroxyquinoline-7-carboxaniide; 

2- Phenylcyclopropyl 8-hydroxyquinoline-7-carboxamide; 

1-Indanyl 8-hydroxyquinoline-7-carboxamide; 
N-[(2£r)-3-Phenyl-2-propenyl] 8-hydroxyquinoline-7-carboxamicle; 

Benzyl 8-Hydroxyquinoline-7-carboxamide; 
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